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-H&-H 

Ar'— X— Ar— Y— nC (I) 

R^^3 <fc OT^^fS- * :t ttM^ o r ;!K^M^ ^ tiSSI« br v^T % J: v^^^t; 
n S ^b-^^llJ * « ^ ® *l $r b T S >i ^ — > il^3i>;i/^ VfgJaMo 

S:^bTV^T%i:V^Cg_J4Ty -;i/>r=^^S/ ; S^S^:^ bX v^T ^ <k V^Cg_J4r U 
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N- (gSl»5:^bTv^T=foJ:v^Cg_^4TU-;l/-:?^J;nK— -N-Cj_gr;i/ 

-S-, -CO-, -so-, -sOg-, -NR^- (R%;?K^M^, /Nn^if^-ft^ 
tlTVAT=fe)<fcv\Cj^_gT;i/=^;i/, 7Nn^f >ffc§nTVNT=bi:VACj_gTA^;i/-:5!77l/ 



[fl:2] 




[^^^ 8 ] R^fe J: t)JR^3{)^^4x^4xc^_gr;i/^>n/"efeSM^^ i la^^^jo 

1 fH®<DMo 

[»^^1 0] l!^3S(Z)^R&-?&li^RITfeS»^3glfH«(^)^o 
[^3] 
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t r=. it-mm^ ^ ; 

n^il:&V^b4(3!)^^S: ; 
Y^i^^©M^F•S[l:fev^b6®;35./^-i^-?: ; 

J: m^ t j: - ^t. i tm^Jt XTi^mm 7 - 1 fe tr-t L T v^ T J: v> j^ - fb 

"^^^«^:^S:?^^bTV^T%<fcV^] T'^S ^X-S'fbAifel N- [2- ( 

T>n/^r;i/-e^sM^3gi i SE^^-fb-^ig^o 

lit 4} 




ntt 1 :&V>L4 (Z)MIS:& ; 

^mmnmm^f^mi^x\f^x%x\f^i xm^n^it^m it^-^v. n- [2- ( 

^ S 5:^ L/T V>T <fc V%^'ffc7Kil«*^Sm« b T V> T % J: V^Cl_g 
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m^mi 5] ^ 



Ar^ — CONH— ff 
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So 

[0 0 0 3] 

tlTV^S [:^^>r5^^- (Nature) , 396#, 1998^] „ r.tlb(Dri:*^e3 

[0 0 04] 

1 ) wo98/38i56{cii, j8 T ^ n >r Ksss^ * ^mmm^m^mt^^ 



c^tf, kr\tm^m^mi^x\>^x%^\i^mM^i^mmm^r^itmmm^mhx^^ 
x%^\^^m^^^mm^mh. 




Y— N 



R - 
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R 




(R')n 



'R^:S3^m^itmiilVX7i<.m. 
R^i3J^m^itm^VXyi<.m^tci\tc^_Qr;v^;\,; 

mliO:^;V^L4 ; 

3) wo98/i5274{c«, tfcm^m^^mi.. 7J\^y^\>(^-m^^if(D^mit}^m 

6 fl}SE# 2000-3085459 



#2 000—126272 

i 




[^tfi, Aritya^-jvi5:if^ ; Xtt- O - ^ jtli- S - ; YttCR^R^' - (R^' 
ttHS:, R^li-H^ifS: ; Z tt-CHg- * feti-N - S: ; RttH^fcli- (Cl-C 
6) r/l/^;i/Sr ; R^^J:tJfR^liifiStLT- (C1-C6) T ;i/ if S: ; R^ttHJfc 

R^tyif^mtltif^ ; mttO«;V^L2(7)SiS[5: ; qttO*:fe{il ; n«0^ 
V^L4®^f^C$r ; p 1 V> L 6 ; t » 1 V^ b 4 ®3^i!CS:^*r] "X?^ 

4) EP5332661C», SHTIDT > if— :^ htSffi?:^ :^«>C^iS3S: if ®gJC#*« 
C^b 9 ] 

R^ 

[^fc 1 0 ] 

[0 0 0 5] 

Lie) -t-s^s] 

7 miE# 2000-3085459 
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[0 0 0 6] 

_^ 

[-ft: 1 1 ] 

/«'•.. 

Ar — Y— 

[0 0 0 7] 

1) ^ 

[fl:i2] 



Ar'— X— Ar— Y— N^" (D 



^mmmmm^m^L. R^^±Ar^i:%^c>^>^f^«$:?^^^bTv^T=fe<fcv^] 

5:^ UT V^T=fo 0: v^^>fb:7K^»>^)^gil« LT v\T =fo J: V^CJ_gT ;i/T' 

8 ffiSE# 2000-3085459 
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mm^ityi^mmv:&^mm i ) mm.<Dm ; 

; gSI^S::tbTV^T=fe<^:V^Cg_J4rU-;l/-:^iJ;wt^>f;l/ ; 

S^«$:^bT^^T=foJ:V^Cg_J4TU-;l/-:Jf7;l/J^?-;l/) -N-c^_gr;i/^;i/T 
; fimS$:^bTV^T=b J:VACg_j4TU-;VT^ y ;fj;i/3Kn;i/r ^ ; 

^ife^i2M;g'bTv^T=b j;v>:7acn;i/^fetttf37ac-y;!/T^-5itfiBi) IB«© 

-co-, -SO-, -sOg-, -NR^- iRhtyi^mm^. >ffc;^tiTv>T 
*<fcv^c^_gT>n/^;^, /^D^>^fc$^l"rv^T%J; v^C3^_gT>n/=¥>n/-:^J;^d?— ;k 
7M3 >f >^b$ nr v^T J: v\Cj_gT;i/=¥;i/;^;v3i^— ^ ^ ZJ^>'^ n >?f 

7) krti^^ 

C^f: 1 3 ] 
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#2000-1262 72 

( 

[^tf3, ^t.mm^^rcitr.mM^^. n»i 3&v^b4 (z>MiS:S:^i-] 



1 0 ) mmm<D^m • t^mmx-^^^mm i ) mm<Dm : 
11)^ 

[^b 1 4 ] 

Ar^— CONH— H- I 41— Y— Ri^ (I') 




li^^^^feti—SM-a-S: ; 



Y«^^a)M^ifi:i 3Q;v^b 6®:^^— 9— ; 

i: mht 1^— * ttM^ o TtK^M^ * :^ ttfi^^ ^ L r v % T =fo <fc v^C^_g 

V^-^M^^^^S:?^^bTV^T%J:V^] •??^$;n<5^b-ir#> (fciEb, N- [2- 
(N, N-2^^5^;i/T^ 7) 6 -5^ h^U— -4 - tf^ocny/l/:;!? 

12) Arl;^)^tt^^$:;tLTV^TtJ<fcV^^#;^S■efe^;. R^^ J: tKR^T'^StlS 

T'&SltfiBl 1) IH^ODffc^i©; 

13) ^ 
[^b 1 5 ] 



Ar'— CONH-fj- I (I") 




1 0 
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niil ^VnL 4 COITUS: ^ ; 

•e&staiai 3) mM(Dit^mi 

15)^ 

[^[:i6] 



1 




Ar -CONH-tt I -fv— NC (I'") 



1 6) kT^i>mmm^mvx\i^x%i:\,^i^mmmx:^^). B}'^^m^x^^t\.^ 
^^^^^hx\^x%x\^m^tii^mmiimwkm^y^hx^.^x^i:\,^c^_Qrny^)\y 

[0 0 0 8] 

o 
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[0 0 0 9] 

nm^is^ x:^mmm^i}^f^mi-£H^^^ u m^ima± (Mx. it. i~3^@) ^^ti^ 
-f y:t^-9-y-;i/, fcrus^'>, fcr^s;>, tr';^$;>, bru^^i^>, 1,2, 

[0 0 10] 

-,3-^fctt4-tf y ^VK 2-^felj:3-'7U;K 2-,4-^7tli5-5^Tyy ;i/ 
, 2-,4-^^li5-:r=^i?-yU;K l-3-^3tli4-l:f^yiJ;K 2-tf^i;:n/P 

, 2-, 4-*7^ii5-i^y ^ i-,2-*:tii3-trnu;K i-,2-*^ji 

4-^^^fyu;i/, 3-^fctt4-fcf y ;5f$^:^;p, 3->f v^T^/ y 3->ry;r 

=^^-9-yy;V, l,2,4-^^-th5;?y y'_;i,_5_^;i,^ l,2,4-xJ::5»r-9-S^r V"-;V-3 
[0011] 

^ L < 1*2 ^ ;t tt3^^) e> -fiES© 1^ v^ r ^ -5 itf « 

1 2 2000-3085459 



#2 000 — 126272 

.. .. , 
[0 0 12] 

iSMM^fe J: -a-mmm.^^^ ^ is ti n & (Mx. , i~4^@) ^ 

•9-y>> ^ai:^>hy^">. y:iLj^rvy. y:iLj^^vi/. -y^'^vz/. ± 
y^^jvy. ^-ri/vy. i/>jvy. -fjjfv/^if-jv. 0 y. r^v 

py^ y=c-^i^y^ y-!tjv>(^ h% ^^t^V-y^yfjtifiy^mif^t}.^. 

[0 0 13] 

-y5-t.i^U8-^J VJVi 1- ,3-,4-,5-,6-,7-*:fe»8 — f y^J V J\/ ; 1 
-,2-,3-,4-,5-,6-*fcli7 — f > Ky >«/ ; 1- ,2- ,4- ^ fcl^5--r y>f > 
KU;i/ ; l-,5-^fcli6-y^^S;-;i/ ; 2- ,3-t.t^it5-^ J ^VV —J\y ; 2 
-,3-,4-,5-^fett6-^>y:7^— ;i/ ; 2-A-*5-t.r=.it6-^y)/^ri/ 
vn^i i-,2-,4-,5-*fctt6-^>x-f ^5fyy;i/«;if*'5#jf e>ti-So 

[0 0 14] 

v<it5t.r=.\t6m)i^WrmmmMi)^^mitti^2t.r:^itmifs-^L<it2m)xmm 

, i^v^^y. ^:ty3iy. y^y. ^ry-jv. -iv^ry-Ji/. :^^-^y- 
i,2,4--5^r2^r^/-;b, i,sA-^ri:^ry-)v. ^j^)y. -^y^jvy. 

1 3 fHfE# 2000-3085459 



#2 000—126272 

o 

[0 0 15] 

r^^m-^^^i^gj (DM^iH^m t.\^X\t.. 2- ,3- ^ 7^ a4- l^' ^ ji - ij ;b : r 

l-:^:7■5^;^)-l,2,4-:t^i?-2;?Ty-;^-5->r;I/ ;3-(2-:^7^;i/)-l,2,4 

-:^-^-^^s^'T^/-;^-5-^;^; 3-(2-/<>v^>r^-;i,)_i^2,4-:t^-9-s?T^/ 

->H/-5-^ ;i/ ; Z-y3L-}\,-iaA-:it^^V7\r-}\,-Z->(Jl, ; 3-(2-/< 
>X:r^i^yy^^)_l,2,4-:^:^-9-S/T^>^->'^-5-^;^ ; 3-(3-^> 
-l,2,4-^^-9-i;ry-;i,-5-^;i, . 3_(2_^^|.*y;i^)_1^2,4-:*-^-9-$>' 

)5^rv^->«/-2->r>«/ ; 4->^ai~;i/-l,3-:^i|r-b-y-;i/-5->f;V ; 5-7a:- 
>'l/->ry^r!/-/l/-4-^;b; 5-7a:-;i/;r:¥-9-y-;i/-2-^;i. ; 4-(2-5^ 

(3- If y S^VI.) 7 ; 6- 7 ain;b-3- U ; 5- :7 xn71/-l ,3,4-:^ 

)>'ain;i/;4.4'-'r>n/>'ai-;i/; 5 - :7 31 - 2 - If U . 2-Z7:^-jV 
- 5 - tf y ^ . 4 - (4 _ y i?;i/)7a:Zi;b ; 2 - :7x^>a/-l,3-:^:3S^ 

•9-y-;i/-5->r;U; 2 a- P-P 3^=:^JV-l,3-:i-^i)-)/-jv-5->f JV, 3-7 
ain;i,-^y:t=¥-t^i/-;i/-5--r;i. ; 5-:7i:=.;i/- 2 - y jv ; 4-(2-yv 

[0 0 16] 

i&faLT^ r^^^^j ®;&:«>^-et,, r^^|gir6;S;v>Ll 4©#i^^^fclili^ 
#^^^#®e^^b7fc^g (^t U < li:7 ^) J , r^mm 6 v> b i 4 

fett|i-^#^^^§;^^ffc;^C^;(,? 2 t 3 Mm^-^-ee^ L 
^^-^fls*^ e>ft^®7K^M^l«$:||^v%;^S (^aF^ L < 1^2- ,3- * fcl±4- if ^ 
x-y;i.;4,4'-7-A':7x-;i,;feif) j ^j;tjt r^^|?Jt 6 «;Vn b 1 4 ©^ig^* 

14 miiE#2 O 0 0- 3 0 8 5 4 5 9 
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[0 0 17] 

JV^ ty^u^2/^}l^ i/^uy\^tyfly^ l/^u^^^)\,^ iyt;U7i'^^}[,tjt^ifi 
, iy^u^-^^-)\,^ Vf;xi^^^-)\,^ Zy^ny\':fy^-;i^ iy^ n^^;7-=Ljiy 

Co 0 1 8] 

t:Fnfcfyi/>, tf^^^'>, ^;i//}Ny>, ^yit=^JV:^^v ^^h^uFntry 
T^h^t: Fntry '\=^-t^:*^i^:y-f ^>;&if;?)t^if e>tis„ 

1 5 ffi|aE# 2000-3085459 



#2 000—126272 
F5^k Kn-:^:7^U j;-/^ -5^ h^n K^^^^:^y U h^n i/y J V 

-So 

[0 0 19] 

Ttt, Mx.lf:r:3pxy^ /Nn>?f>M^(M. y^y«, ^m. MM. 3^mr^E). Cj 
^> Cg_i4Ty-;b:rapi/-c^_gr;v^;KM, dpi/^^;i,;&^), c^_^y 

^*^'''"^*'*^'Cg_i4^'^->'i^-*>'^>'^''E^>'^^ r^^^ T^>'-Cj_gT;i/#;i/( 

r^y^^^A, T^>^a:^A. T^>'^nif>n/. T^>^:/^>fl/«jif), 

-Ci_gr>n/^F;i/T^y (M. ^5^;i/r^/. ji^jvr^j. ^nfcr;i/T^y, 
vyDfcr>«/r^y, >^^;i/T^>^;^^). P-c^_Qr;v^jvr< ^ t^^^jv 

16 m5E#2 0 0 0 - 3 0 8 5 4 5 9 



m 
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[0 0 2 0] 
[0 0 2 1] 

mm '■7^^^f>ffc$tlrv^Tt,j:v^c^_gT;^=3r;I/J i:UT«. lJS;v^ 

^^f)S:WLTv^Tt;<^:v^c^_gr;^^;KM. :fu\fjv. >fy^ 

nfcfTl/, ^y^^;i,^ sec-:/5^;i,, tert->r^;i/. />^>^;i., /^d^^ix 

Ny^^Dn^5^;w h U :7;i/;rn^^;i/, 0:5^ 2-:/n^a:^;K 2,2 
,2- h y :7;i/;tnji^;i/, /O^t^^v^Tpoq-^^^K >^nfcr;b, 3,3,3- hy^;!/ 

17 mgE#2 0 0 0 - 3 O 8 5 4 5 9 



# 



4t2 0 0 O — 1 2 6 2 7 2 




ytuzfu\^jv. >fyyntr;K 4,4,4- h u t?;^;^:/^;!/. -iv^^ 

71/. sec-:/^;K tert--:f5^;i/. ^>^>n/. ^fv^^^;!/, :t^:r^>^>n/, 5,5 
,5- h u 7;i/;rn'<>^;i/, ^:3ri/;i/> 6,6,6- bU 7;i/;rn^^i/;v^if:«)'^# 

o 

[0 0 2 2] 

talH ^/^^>f>fls$tlTv^T%J;v^C3_gS/^?Dr;I/=^;^/J ^bT«, mx\t. 
i&VNbSM, * L<^il^^v^L/3M®/^^^f>M^^(^f!^, Jfe^, 

bT«> $/e^Dyntf;i/. v^u-ff-iv^ i^^u^y^/i/. p^u^^^jv. 4, 
4-e^^^nns/^^D'v^$/;i/, 2,2,3,3-5^ h^:7;i/;rDi/^ n'^^^/i/. 4-^^ 
n n ^ n ^:5r e/;i/:& if 7b^#if e>tis„ 

[0 0 2 3] 

ttfiS ^7^^^f>^stlTv^T%<fcv^CJ_gT;^/n^i/J ^LTtt> f!I;lli> 1^ 

m^i£)^mi^x\r^x%^\^^c^_Qrjin^i/m. jih^ty. yc/jf^p 

it. >ih^^. i^y}vytu:f>h^iy. h V Z7 h^i/. 2,2,2 

- hVy/v>tu:r.h^i/. :;fD3Kdr2/, y r^n jK=3rS/, :/h=^^. 4,4,4- b 
V-yjVyi-uzfh^i/. -ivzfh^ty. sec-zfh^ty. ^y^^VTt^i/. ^^i/ 
5& if If e> ti ^ o 
[0 0 24] 

t&ffi ^/^□^f>fls$tlTV^T=fej:V^CJ_gr>«/^;l/^:^-J i^LTtt. m^ll. 1 
^^^^^)S:WLTV^T%<kv^CJ_gT;l/=^;I/5^;^-(M, ^^A^:^. 



1 8 
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#2 00 0—126272 , 

•f'^JV^y^. 4,4,4- hu 7;i':rn^^;i/5=-;r. 
[0 0 2 5] 

;i/:3i^;K l--t-:75^;i/:;i5^;i/. 2--^:7^;1/:)1^;k 2,2- S^:7ai— >n/ai^;K 3 
[0 0 2 6] 

/ND-^f >'f^:$4^T^^T%a:V^CJ^_gT;l/=¥>'I/, 7^D>y>^t$4^TV^T%<^:V^C3 

/ -Cj_gr;i/^;i/(M, T^y:>i5^;v. r^>^:i:5^;K r^>^:/atr;K r^y 
•f^)\^t^E). -c^_gT;i/=^;i/T^ -Cj_gT;i/=3r;i'(M> ^^;i/T^>'^5^ 

A^>r;i/. ^;r:;S7AA^>f;K 7\^>y>^t;$tlTv^T%<kv^c^_gr;I/^;l'-;^7;^ 

jKn;K Cj_gr>n/n^S/-:j{j;i/3jCn;i/(M> >l re h^t^:;??;!/ 

jK— ;k ::^n /K^i/?5j ;k tert-r^h^2/5!j;i/3jf-;i/:&if). ^>'-Cj_g 

1 9 aJSEi^ 2000-3085459 
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Kiii^&vAbsM-efeSc ummmi)^2m&.±(Dm^. ^Mm»iiH--e^oT 

[0 0 2 7] 

v^T=b J:v^C3_gi/5'nT>a/:^;i/j . r/\n^f >'ffcS4iTv%T%J:v>Cj_gT;i/n:3p 

[0 0 2 8] 

taia ^/^^^>fb$tlTv^T=foi:v^c^_gT;l/=¥;^-^;l/J^?— lihxit. m 
, -fu^^j^n^. zf^j^ov. ^^-^j^fjutjii^^/stif-fy^miff^ 

2 0 ffifE# 2000-3085459 
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[0 0 2 9] 

;k sec-:/^;>:;^;i/jj^-;i,, tert-:;?5^;b:;?.;p;ix— 

— h U :7;i/:r n>t^;i/:^>n/3jN::^;K ni^;i/x;i/3i^::i;i/, :/n fcf;i/:^;i/:}x— ;i/ 
, ■ivzfu\f:)\yy.}Vii^—)\y. ^>;i/^;1/7Jn^;i/, 4,4,4- h V ^;i/:^n:;^^;i/;:^ 
;i/;J>^;i/, ^y=f')\/7.)\/its:z.)\y^ ^n/^if ;&'J#lf e>ti-5o 

[0 0 3 0] 

[0 0 3 1] 

^ ^ ^ if If e> ti -5 „ 

:tdre/, 4-:7ai-;i/^^;i/;t=3ri>> 5- :7 3i~;i//<>^;i/^^i/^if A^#Jf e>4x 

So 
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[0 0 3 2] 

tola ^W:Wi&^^LX\(^X^^\^CQ_j^^TV-}V-ijj]/A^>()Vs izlBV^^ rc 

-:«j;w^=e-f;i/j CfeltS rg^^j i:bTtt. tiflB rgfis^WLTVNT* J: 
M;t^^l^v^b5M> ^f*L/<ttl:&^^L3M-e^S. Sigl*^ 

[0 0 3 3] 

J iiLTii. :r^y, /Nn>^f >'f^:$tlTv^T*)J;v^CJ_gr;l/^>^/, 7\a 

v^Cj_gr>n/^>a/x;i/3jN-;i/. tt^«S:JtbTv^T%i:v^Cg_J4T U -.n/, 

lfe>tlSo em»®lltl±. M;^«1^V^L5M, * b<ltl:&VxL3M-efeSo * 

o 

[0 0 3 4] 

^^mv<mi {cfei-ts rg^^j i:bTM3^Lfe%CD;5)^«V>e>ns„ 

2 2 ffi|iE4t 2000-3085459 
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o 

[0 0 3 5] 

— mnrnt:^ b T t > r t) J: V ^Cg_.^^y u — t cjo t :t -g > '"Cg_.^^yu -/bj iib 

Tli, Mx-li. z—f-y^yv^ 2-W'>^~;i/> 2-r> 

m ^@^»S:;tbTV^T%J:v^Cg_^4rU-;l/J lc;tei:ts rft^^j thXlt 
. IffSa rMg|^S:;g-L,TV>T=fo«fcVNC7_^gT^;i/^;i/j iz^vy^ rggi^j 

[0 0 3 6] 

m rggis$:^bTv>T%J:VNCg_^4r u-;i/-5fj;i/jK~/i/j tcsi-ts rg^ 

^*b<«l:QiV%b3fi-e&So «m«^*^2M^±(^)^'^, #Mm«iilM-T'^ 
[0 0 3 7] 

r«m«5:JtbTV^r=foi:V^5;&V^blOM5^#^^^^^SJ iCfel-tS r5;a;VAb 
j:U^^^MTF*^e>5glitl«>l*3t«2S, ^f*b<{i. l:^V^ b4fi®/\-r-nM^$: 

-g•t^5;&v^blOM®(#^^*fe^i2:S^)^#:^^m3^«}^)^#^f btiSo :a#:6«fic 

li, -gsfjili, 2-^fett3-^n:-;i/ ; 2-,3-tfctt4-tf U ; 2-*fcli3- 
7y >H/ ; 2-,4-*fett5-^TyU;i/ ; 2- ,4- t fett5-:r^-9-l/U /!/ ; l-,3 
-*fett4- tr^yU A ; 2-fcf^S;?— A ; 2- ,4- * fc»5- bTU ^ /I/ ; 1-, 
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; 3->r y^^ry ; 3->( )V ; i,2,4-;t^-9-e^^Ty-;i/-5 

--f;i/; 1.2,4-:4-^i^-s;ry-;i.-3_>f;i,. 2-,3-,4-,5-*fett8-^y u 
/V ; l-,3-,4-,5-,6-,7-*fe»8->rV^7 U;i/ ; 1- ,2- ,3- ,4- ,5- ,6 

-tfea7->r>KUA ; l-,2-,4-^^tj:5-^y^> ; i-,5-^tj:6 

-:7^^S;-;i. ; 2-,3-^;tli5-^7:^ri?-U-;b ; 2- ,3- ,4- ,5- ^ ;ttt6- 

^>y7^-;i. ;2-,4-,5-*fe{i6-/><>y5^ryU;i/; l-,2-,4-,5-* 
;t « 6 - ^ > X >f ^ i5f y U ;i/ if ^ If ^, ti S . 
[0 0 3 8] 

'''Cg.g^^^nr/i/^^^fi/. An>f>ft^tLTVAT%j:vNC^_gT>n/z3^i/. 7\n>?f> 

ffc$4^TV^T=feJ:V^C^_gT;^:3r;l/^^, ttm»$:^bTV^T=bJ:V^C7_^gT^;l/ 

T5>'^^/i/. T5>'3i5^;k T^/>^nif;K r ^ J :f^jhtjt^). ^^'-c^. 
6T;i/:^;i/r^7(M, ^5^;i/T^y. ai^;br^y, >^ntvi/T^/. >ry>^n 

, t;3i^;bT^>^, 2^^>^Dtr;i/T^y, t^":^^>n/T^y. zii'^jvji^n^r^ j tjt 
if), ^/-Ci_6r;i/dp;i,r^y-c^_g7;j,;^;K^^ ^^;pt^ y n:^ 
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[0 0 3 9] 
[0 0 4 0] 

tola rri/A'j nhxit. m^i£. ^:-co-r^. -co-or^, -co-nr^^ 

-CS-NR^R^. -SOg-B^* . -SO-R^\ -PO(-OR^) -OR^ ^fctt-POg-R^* 
iii) Sm«^^LTV^T%J:V^^^]g« ; R^^iCi) g^l^S:;^ bT V%T % J: V^ 

So 

[004 1] 

ife>nSo J!JAT®i:e):&j^mtS[i3&vM/i9M©i^*^*fett:S3l/^^ft:2K 
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>fy:;^^;K sec-:/5^;K tert-:/^;K ^>^Ji. ^^tyAfjtif) I 
) ; 

d) c^_Qt/^urj\/^A^m^it. i/i7uzfu\:fji^ ^^U'f'^/v. 

e) Cg_j4TU-;KMx.li, Vol— A, l-:h:75^;W 2-:^:7^;K 2->f>7=^:^ 

2-r>xy>a/«;if), b<ii7ai-;i/ ; 

aii^;i/^5^;K 2--ry^)\y:^^)v. 2,2- 

ri^ffc:!K^»j li, b < i±q_gT;i/^;K Cg_^4TU-;i/, c^.^gT^^n/^ 

[0 0 4 2] 

r®m»^*bTv^T%J:v^J^>fb;!fcm»J icisits rftjjl^j i:bTtt, 

^^/(M, ;i^l^>i^'7r^^>, ni^P^i^prdri/^^*), nbn, i/TJ. An>if 
>'fl:$tlTV\T*)J:V%Cj_gT;i'=idre/, yNn^^^-fb^tlT V>T=fe<fc V%Cj_gT;i/=^r 
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U - ;i/ - :jSj ;v^=.)l. ^*bTV^T=foa: V ^Cg_j4T U - ^ - * ;i/3J? 

^^tbTV^T%J;V^5;&V^U6M^^^:5tJ;l/3K-;l/> ^ 7 -Cj_gT;v^;i/-:3tj;i//^ 

•rv^r%<kv%Cj_gT;i'^;i/^>n/3}^^;i/, gSi«S:^bTv>rtji:v%Cg_j4Ty- 
;i/x;i/3j>— ;k 3i>;i/^;i/T^ Cj_gT;i/^>n/-:jSj;i/3K^;i/:r^rS/(M> r-feb 

[0 0 4 3] 

cir-e, rAn'?f>c$tiTVNT=fo<!:v\Cj_gT;i/n^i/j , ^ 7\uffz/if^t\, 
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[0 04 4] 

J&bTV^T=foi:V^Cg_^4Ty->H/-5!J>n//Jf-;I/J HVXit. -etl^tlttTSH rgSI 
«^*L.TV^T%<I;V^5:^V^b7M^fa^^^T^ yj rgg|Sj ^L/TM 

-So 

[0 0 4 5] 

|■S^SS:^b•rv^T%>J:v^C7_^gr^;l/^;^5r^rS^-:3^r;l/JKr^;l/J c^t-t-s 

h y >i^;i/:4-^i/:j!j ;K l-:^7^;^7t^;I/:r^S/5^J;l/:^<— 2 

-r;i/, 2-^y>f;i/, 3-5^y^;K 2-7n-r;K 3--7n-r;i/, ^;i/3j^U y 

[0 0 4 6] 

ttria rttii^s:;g-bTVNT=fo<kv>Cg_j4Ty -;i/:^;i/jJ^— ic^i:ts ""^6-14 
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[0 0 4 7] 

tlflB ^g^^$:;tbTv^T%<^:v^Cg_J^4TU-;l/-:^^;l/3i?~;l/:r^^/J izisvf 
e rcg_^^r U";i/ - ; t: >;V3K::i;i/:»^^j ^Af3!. ^y'J4 JVj t ^l^ 

7t^>f;i/;t=^S/, •:^7^>n/:3^7;l/A^-f A';r=3rS/3&if*^#lf e)tiSo 
[0 0 4 8] 

, rg^^^;^ L/Tvnt*; J:VNCg_j4T U ;i/:r=^ 
S/j , rSSISS:^l/TV%T%J:VNCg_3^4Ty ->n/-:3{7;V7t^>r;i/:;r^i/j izis 
Vf^ mmmi thXlt. mm >■gi|»§:;tbTV^T%J:V^C7_^gT^;^^/^J 

[0 0 4 9] 

mmm^rcit{iii)7fjt\,^hioM,nmmmm^^^BM(Dimo:^mm^^m^xx 
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>ry5^Ti/-;K :t^-9-i/-;K >ry:t^-9-i/->n/, tfys^'>, tr^5;>, 

. i,2,/L-^y^?y y-jis i , 3 , 4-^y^>'yy-;i/, 7^if>. 

^>x>fy^yy- ;k :^:7 h [2,3-b]5^:^>r3^>, 7a:7^-9-^-f >f 
> >fy>r>K->n/, ih — f>i5fy->n/, :?^u>, 4H-4r/U5^>, -rv 
=¥7y>, :7^^s;?>, =2^7 ^-y-u^, ^^yy>, 

^>yy>, :j!?;i//iy-;K :7ai-^> h y yi^y^>. 

, * I* r tl e> ®S (^^ b < tt#3g) V^ b^ifc^g * b < lil * tt2M) 
[0 0 5 0] 

tfayi;>, 2-*fcii3->f ^ ^v^y 2-;r^i?-yy>> :^=¥•^^^/y 2 

-^;/c«3-kf^yy tr^yys;>, 2-^yyy>, \£^^)vy. tr^^i^^ 
'v^^-y-^^^ix^-f ^;i/3}^y>, ^:^^;i/3f?y >^ifA^^if e>*ieo 

n [2.2.1] /\:;^^>:&if*^#lfe>ti<5c 

[0 0 5 1] 

^iR^;b^e>3Slinsi*;fe:li2a, ^*b<tt, l35;v^L4^®/\7^^M^S:'^tf5 
«:^^blOM®(#^^*fe^i2^^)^m]g«T'feSo A^6<FCl*. M^ii, 2-* 
f:L\%Z-^:3i=L)\, ; 2- ,3- ^ 7^ 1*4- tf y i/Vl/ ; 2- ^ liS- ^ y ;P ; 2- ,4- * 
:tl±5-^yyy;i/ ; 2-,4-^;tli5->i-=3r-9-y y A ; l-3-*feii4- tf^yy 

;i/ ; 2-tr^$;:n;i/ ; 2-, 4-*fctt5-try ^ ; i-,2-^fctt3-trn y 

/U ; l-,2-*fcld:4->r^;5^yy;i/ ; 3-*fe«4-tf y ^S^— ; 3 — f v^y 
yy ;i/ ; 3->f y:t^-9-yy;i/ ; l,2,4-:2^^■9-;S;yy-;I/-5--r;l/ ; 1,2,4-;*- 
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^i?-t;^TV^-;i/-3->r;i/ ;2-,3-,4-,5-^fc{i8-^y U;i/ ; l-,3-,4-,5 
-,6-,7-*fett8->ry^y VJV; l-,2-,3-,4-,5-,6-*felj:7--f > K 
y;i/ ; l-,2-,4-^7^«5--ry>r > Fi;;i/ ; l-,5-^li6-7^^i;~;v ; 2 
-,3-*fctt5-:^r>^^i?-y~;i/ ; 2- ,3- ,4- ,5- 1 feli6-/^>y:7^~;i/ ; 2 

- ,3- .4- ,5- ^ ae- ^> j: - ;i/ ; 2- ,4- ,5- ^ m-^Zy^^ T V 

y ;i/ ; 1- ,2- ,4- ,5- * fc«6-/<>X-f ^ y if ; M 

Ati, l-,2-^r^m-}:fUVV-J\y ; 1- ,2-4- ^ ^tj;5-^ ^ i5f l/y 
; 2-^feii4->r ^ t5fyy-;i/ ; 2-,3-s>tii4-if ^i/y ; if/<y 

; 2-,3-*:fett4-hf/<y ; 1- * 7^1*2- If/^^^ S^'n;]/ ; 'E;]y:^V >^)&if© 

[0 0 5 2] 

m ^gm«&^LTV^T%»J:V^^^^«J fCfel:fS rgg|^j i:bTtt, f&IB 
[0 0 5 3] 

R^-ea^Stis rcj_6r;i/:¥;vj i:bT«. ai^;K :/ntf;i/ 

. -fy>^nbf;K y'^^;^ -fy>^5^;i/, sec-^r^^^K tert-^'^;K 

[0 0 5 4] 

tiSo m ^-^mm^mmA f^t.}^<it. ifKvt^y, ^;i/jjxy>, 

tf/<^i:;?>. tfn y ^:^'>^ifT^So 

m '"SmiS$:#LT^^T*i:V^^M^«^«J ICfeltS rgg|«j i:bTl^. 
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L<^il;Siv^b3M■efe-5o u^mmmmsA±<Dm'^. ^mmmtm—x^^^^x 

[0 0 5 5] 

tert--:f h^iy^ JVy^~JV:^^i£). «m»^^LTV^T%iV^C 
if) . «m«S:^bTVAT*)J:v%Ce_j4ry-;i/:*-^S/-55j;i/!K::i/l/ (M. -^x. 

, gg|^2:^LTV^T^J J:V^C7_-^gT^;l/=¥;l':^=3r2/-^;l/>J<— ;V 

;i/^if), ^^-Cj_gT;b^;i/-:3!j;i/>'i^-r;KM. i:;>^^^;i/:i7;vA^>r;i/, i;^:^ 

;i/:*;i/A^>r;K 3,4 h^i/7x::i;V5f7;V/t^>r;i/;5;if) , g^«$::tb 

Tv%Tt) J;v>^#;^^^:^:^;i/A^^;v (M, 2 - bf U i?— ;v;!j;i/A'^-r 2 

[0 0 5 6] 

^>'>'f[:$nTv^T%J<^:v^CJ_gT;^=^;^:^A3J^— iibrii, -en-rtiltrsa 

i^l^$:^LTV^Tfe<f:v^C7_^gr^;l/^;l/J icfei-j-^ rggigj i^CTM^I^bfe 
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[0 0 5 7] 

^e^SS:^LT^^T*;J:v^Cg_J4TU~;I/:r:^^^/-:*;l/3i?-;l'J , 
^^i^;?J;l//^'^>f;l/J > '"g^^^^l^XV^T%J:V^Cg_^4TU-;l/X;l//^^::l;I/ 

'■®^»5:3e•bTV^T%><^:V^Cg_^4r U-;i/-?Jj;W?^>r;i/J il L/Ttt, icfia 
[0 0 5 8] 

;nytT^ />?)'5#lf e>tl, ^f^L<«, ^:-NR^-COR^, -NR^-COOR^* . -NR^ 
-S02R^^ -NR^-CONR^*R^^ -PO(-OR^) -OR^ ^feli-POg-R^ C^*, R 

[0 0 5 9] 

% J;v%Cj_gT;i/=^;i/-:^;i/>jf=3r-t^^ K (M. ;*5^;i/*;VJK:3ri?-^ K, hy:7;i/;r 
;i/5K:3p-i?-5 K («»J> 7 3^n;i/:35;;i/df'^-9-^ 2 ^^2/7a:n;l/5{7;^3i<^•^^ 
t) j;v%Cg_j4ri;-;i/-;«j;i/jK-;b) -N-Cj_gr;i/=^;i/r ^ (M. n-4- 
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if) , >'>n^f >-f[:$tlTV^T%J:^^CJ_gT;l,:^;^>^;^;j^-AT^ y (^J, 

^mmmkmLx^i^x^^\,^CQ_^^rv-Jv-iJ)vm^^^}^i , r 

N- («^^l»S:^LTV^T%J:V^Cg_^4Ty-;l/-3t7;^3^?Il;I/) -N-Cj_gT;i/ 

^'^^^'^'^'^^^CQ_^4r'J-?\y:^j]^^~/vT^j} iz^v}^ rmnm^ ni^xit 

. mm '"«iS|^S:^bTV^T%J:V^C7_J9T^>?l/^;I/J CfeltS r«|J|^j i: 
[0 0 6 0] 

^iyif^mif^n. ^t\^<lt. ^:-0-COR^. -0-COOr'^, -Q-CONHR^, -PO 
(Ofl)-OR'^ ^r=.lt-?02-R^ C^tfi, R^tiitfiBR^ill^SglSr^t-] -^I^StlS 
T >> ;i/ ;^ 2/ if 3?,^ # e> ti .5 o 

bTv^T%J:^^Cg_J4TU->^/-:^77l/;K-;l/;^-^^>(M, '^^y-f >;i/>t-^i/, 4- 
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JVyt^i/. x5^;i/:i7;i/7l^>f ;b7l-^i/^if), V-C^^yjv^ 

^ y >r >n/:^-=^ ^ if 1? ^ s o 

[0 0 6 1] 

Sl^j ilLTti, trfia ^gi^|«$:;tUTV^T%J:v^C7_^gT^;l/=3p;^J IC^ltS 

^ o T t)M^ o T V^T % i: V%„ 
[0 0 6 2] 

Kn-i,3-;r^-9-v^-;v-2--r;K 4,5-2;b: Kn-i.s-^T^- 
Tli, tcfIB rg^^S:/tbTV>T%J:V>5:&VM^7Mli5Rl3S^T^ >^ J ICfeltS r 

b T M 3^ L ® M V > e> -5 , 
[0 0 6 3] 
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if) ; /^^^>'ff:$tlTV^T% J:V^C3_g$/^^T;l'^;l/ L/< li. e/iJ'n^ 

^i/y'l/^Ceif) ; /ND>f>'ft:Sti'CVN-c%J:v\Cj_g-/;i/n:^i/ (^T^ U< tt, ;A h 

^i/^ nib^aps/^if) ; A^^f>>f^:S4^TV^T*J:v^CJ_gT;l/=¥>a/^;^- (^3F*L 

)V b<tt^>y^>^«iif) ; @tJI«5:JtbTVAT=b J: V^Cg_J^4TU-;I/- 

:^^;w^=E>f71/ b< tt:7 3ir.;V5!7>n^/t^>r>n/, 4 - :^ h^ty''^ 3i~jvitj)V7'^ 
^-r;K 3, 4 hdre/:73i-;i/:;57;i/A^-r;i/^if) ;fim^5:^bTVAT 

;i/^;i/-:*;v/}?=^r-9-^ F (^f * b < ^i^^;^:3!J;l/3K=3p•^^^ F, h u •7;i/::rn7^5^ 

i?-^ F (IS-^hKityai-Jlitjj]/:^^^)-^ F, 2-:?^ h ^S/7ai~;I/;{^>^3if^'9- 
5 F, 4:-:f>h^tyyx.-Jlitj;v^^-^^ y^tjiif) ; ®^«$rJt bTV^T% J: va 
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[0 0 6 4] 

>'fl:St^Tv^T*<i:v^CJ_gT;l/=¥>«/ (^f^b<li. ;;t^^> ":^ntr;i/, 

, iy^U^^i/JV^E) ; /\n>5f >>fbSnTV^T%)iV^C^_gT;^=Idpi/ (^^ b 

:r (^f*b<tt, :*^;i/6^;*-;&if) ; H Kn =^5/ ; Sm»S:*bTV%T=fo J: V>C7 
_igr^;i/^;V:r^5> (^f ^ b< ld:^>i^Vl/::r^e/, 4 h:^rS>'^>'^:^^;i/:^=^r 

:r'<:ys; 4 -:i:^;i//<>t;;i/:r=^i/^if) ; MilSS:#bTvxT% J: 

t:m^hX\f^X% J: V^5^;v^ 1^7 M^mmM^T ^ J b < ttl,3-t^:t^y-l,3 

Kn-2H->f y>r> K-;i/-2->r;i/;Q;if) ; ®g|»S:*bTV%T=b<fcVN5;&v% 
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# m 

U — ;v-:*r;i//"?^-f ;v (^f ^ L < i±:7ac:=.;i/:3{j;i/A^-r;i/. 4 h^i/^oi— 
ii^>\r^yty3LZy-2 — f >«/5!j;i/3j?^-9-^ F3&if) ;N- (Sm»$:#bTV> 

T=fo j;v^Cg_^4ru--;l/-:^;l/>K-;l') -N-Cj_gT;i'=^;i/T^ y («^*u<i^ 

— ;vr^7^if) ; «^»S:^bTV^T=foi:V^Cg_■^4Ty->«/^;I/d^->n/T^ >^ 

T%)«^:v^Cg_J4TU~;l/-5tJ;^4?— (^f*b<tt4-^ h^e/^>i/>f 

V^T%J:V^:7al— 1^-7 3:— U>n/ b < li4 - tf "7 oir. U /b) , •7a::=.;i/ 

-trU$;^Vl/ (^J^ b<l±6-:7acr:i;i/-3-bf 'J i;;K 5-7ain;i/-2-trU^^ 

, :73i— ;i/-:7y;i/ (^t b < 5 -7ai~>n/- 2 -7U . :7 3i->n/- 

-;i/-5 — f;i/) , bfi) 2;?;i/-:7 3in;i/ (^f^L/<«4- (4 - tf U 731 
, :7a::n;i/-tf U ^ (^g^* U < 2 - :7 3:::i;i/- 5 - tf U ^ S^n;!/ 
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[0 0 6 5] 

If) ; y^^>^f>>ffcstlrv^T=foJ:v^c^_gT>»^^;l/ (^f*b<ii> ni^;!/ 

^ b< li7ai:=-;i/:*r;i/7-?^^;i/, 4 h ^e/:7x:^;V:;?j;i//1^>r ;K 3, 4- 
>«/«iif) ; eSI»&^brv%T=fcJ;v>Cg_j4rU-/l/-:ij;i/3}f^-9-^ K 

-;5y;i/3j?^-9-^ F (^*U<l*K>v^f^:r:7 3:>- 2->f;i/?t7;i/3i?:^r-9-^ F^feif 
) ; N- (Si^*5:^Lrv^r=fe; J:V^Cg_^4TU-;l'-:^!3;l/I^^-;l/) -N-C^_g 

if) ; g^SISSr^bTV^T%<^:V^Cg_l4TU-;l/r^ /:*7;i/5K~>n/T^ 7 itS-t. 

4TU-;i/>^;pij^-;vT^ y (if * b< tt4 h:^r^:7ai:^;i/x;i/jJ^^;L'T^ 
yj&if) ; fe<!:t>*SSI«S:7tL/TVATt) J; V\Cg_j4r U-;i/-:*;i/Ji^-;i/:^^i/ 

til ^fett2M*bTv>r=foJ:v>7ai— tr:7ai— y;i/ (if * L < tt4 -feT:? 
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m ■ 

Cj i ^e'^^^^^'^ (^^^<tj : — zFj\/. x. ^ . •:f u m; 7 □ j?. ^ 

[0 0 6 6] 

CO-, -so-, -SOg-, -NR^- (R%7K*M^, 7\n>!f >'f^:$t^TV^T=foj:V^ 
[0 0 6 7] 
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(1) Cj_gT;i/=^r -CHg-. -(CH2)2-. -(^2)3-, -(^2)4-, 

-(CH2)g-, -CHCCflg)-, -C(CH3)2-, -CH(CF3)-, -(CHCCHg 
))2-. -(CF2)2-. -(CH2)2 C(CH3)2-> - (CH2)3 C(CH3)2-^ ; 

(2) C2_6T;i/'^~l/XM;ili, -CH=CH-, -CHg-CH^CH-. -CH2-CF = CH- 
^ — 0(0112)2 CH = CH ^ ^^^2 CH = CH — % — — — CH=CH > — CH 
= CH-CH=CH-, -CH=CH-CH2-CH2-CH2-&if) ; 

(3) C2_gT;i/=^— i/>(M;iii, -C=C-, -CH2-C=C-. -CH2-C=C-CH2-C 

[0 0 6 9] 

*^#ife>*vSc M^i^mnvxit, m^iti, i i, z-i/ 

^u^y^uy ; 1, 2 - i/i^u^^i/uy ; i, s-y^a^^yuy; i, 
4-i^ffu^^tyuy;iy z-i/^u^zf'^iyy 1 , 3 -i/^f u^zf^uy 
; 1, 4.-^yi7u^-f^\yy ; 3-i/^u^^-^y- 1, A-^vyiZ-y^ 
U^^'^y-l, 2-^\yy;2, 5 - 1 , 4->ru>j& 

if^t^lf t^i)^X^Q_Qi/^ UTJl/^lyy tints' t. bV^„ 

[0 0 7 0] 

\t-0-. -S-, -co-, -so-, -S02-> -NR®- (R^ttltflBi: I^S^) , ^ 
[0 0 7 1] 

4 1 mSE# 2000-3085459 
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(i)Ci_6T;i/=3ri/>(M^ii, -CE^-. -icn^)^-^ -(^2)3-, -(CHp^-. 

-(CH2)5-, -(CH2)6-> -CHCH3-, -C(CH3)2-, -CHCCFg)-. -(CHCCHg)) 
2", -(CF2)2-> -(CH2)2 C(CH3)2-, - (CH2) ^ C(CE^) 2- tjt i£) ; 
iZ)C2_Qr/V^=-lyym^it. -Cfl=CH-. -CH2-CH=CH-, -CH2-CF=CH- 

. -C(CH3)o-CH = CH-. -CHo-CH = CH-CH2-. -CH^-CH^-nH=nH-, -P.H 

= CH-CH=CH-, -CH=CH-CH2-CH2-CH2-J^i:*) ; 

(3) C2_eT;i/^-l/>(M^li, -C=C-, -CH2-C=C-. -CH2-C=C-CH2-C 

(4) -(CH2)„iO(CH2)„2-> " (CHg)^! 8(^2)^2 

- (CH2),iC0(CH2)„2-^ " (CH2)„iS0(CH2)„2-^ 

-(CH2)„iS02(CH2)^2-^ - ^^h^ ^1^^^ (^h'^ f.2- ' 

(5) -(CH2)„3C0NR«(CH2)„4-, " (CH2)„3Nr8cO(CH2)„4-. 

-(CH2)„3S02Nr8(CH2)„4-, " (CH2)„3Nr8s02(CH2)„4-. 
-(CH2)„3C00(CH2)„4- ; 

(6) -(CH2)„5NR^C0NR^**(CH2)^- ; 

C^^l^mmumMm^ ; R^^iR^iiimS^S: ; wlfeJ:t?w2«0;&v^b5<^)^t!^$: 
, ■OWI + w2;b^ 0 V^ b 5 ; w3fe J; tKH4«0;&V^b 4 ®^t!t^, 7b>ow3+ w4}&'5 
0 ^V^L4 S: ; i»5i3<ky^w6li0 J&V^L/ 3 ®|i|gt$:, *^ow5 + w6A'5 0 ;feV^L/ 3 

[0 0 7 2] 

-(CH2)„i0(Cfl2)„2- im^ltmmtmMm^^-t) . -CONH-, -NHCO-;^; 

Ci_3T;i/=^r l/XMAli. -CH2-, -(CH2)2-> - (^2)3- if ), -(^2)^300 
NH(CH2)„4-, ~(CH2)„3C00(CH2)„4- mmtmmUmJ^m^^^) J&ifT'^ 

[0 0 7 3] 

4 2 mSEi^ 2000-3085459 
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[0 0 7 4] 

ZIZIT?, ^/^a>?f>'ft:$tlTV^T=fei:^^C^_5T;l/^;l/-:^!J>n/;K:^;l/J fej:t)f r 
[0 0 7 5] 

ty^u^y^y. i/^u^^'^y. iy^n^':f^y. i/^ n^t^ ^y. 
u^y^y^ i/^u^^^y^ i/^ u^zf'ry^jiifi)mtf^ii&, ^3b^-e%, i/ 

^ui;>, hr/>5:^t;>, r-^tr>, ri/ijy. :t^^y. yt^iyy. 
vy. ^:t^;]/^vy^ifii^mif'bti^o 

[0 0 7 6] 

4 3 £BfE# 2000-3085459 
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CO CO CO CO OG CO 

' ' . , 




[0 0 7 7] 

Am, ^^b<tt. ^yiiy^ ifvpy. ^tc^it^ 
Uti 8] 




taU^ 2000-3085459 
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•i « 

Utl 9] 

CO 00 CO ^ CO CO 

9 9 t 9 , , 

CO a:^ ai) ^ 

[0 0 7 8] 

v^T%J:v^CJ_gr;^^;l/J -e^-So 

J iibTii. M:^li, aQ^;K :/ntr;i/, >ry::^ntr;K :/5^;k -TV 

/Nn-^f XbSnrvNT** <fcv>Cj_gT/i/^;i/-:*;;i/d?— Cj_gT;L'3 

4 5 ffi|E# 2000-3085459 



i|#20 00-126272 

[0 0 7 9] 

tbTV^T%<^:V^C^_gT>^l^:^r>n/:^>^/;^^~;l/J , ^A^>?f>ft:$4^rv^Tt»j:v^c^_g 

J iiLxit. mmkr^xm^n^ ^mimm^mhx\>^x%^\i^m^mi icfev>T 

4 6 2000-3085459 
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[0 0 8 0] 

e)4x^o Mi^mtLXlt. mi^lt. Ti^VPy. r-lf^$^>> ^;i/:j^U>, 
^;i/7j^y>, tr^u^'>, tf^^s;?>, tfnyi/^>, 'x^-tJ-^^^u^-f ^ /\ 

^(D^m^mvtT^ym. 1,2,5,6-^ Kntry $^>j&^);&if3&^#tf 
m mmM^mLx\,^x%^\,\^mmmmms tc^i^rs rg^^j i:bTt±, 

[0 0 8 1] 
[0 0 8 2] 

r2«, Ari:i:%,ic::^l:f ^^S:?^^Lrv^r=bJ:v^o m^itkri^j^^ 



4 7 



mSE# 2000-3085459 
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[-fb 2 0 ] 




C^b 2 1 ] 




[0 0 8 3] 



miflE# 2000-3085459 
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Ut2 2] 




miE4t 2000-30854 59 
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[0 0 8 4] 
[^b 2 3 ] 




(^cfr, itmm^1^t:ilt-m.^^^ ; nitlfJt\i^h4L<Dmm^^ir) 

-Vm-^n^M'Vl^^m'^!^ (fe^b, N- [2- (N, N-t;y'^^)VT^ J) :^ 

^ (I') X-m-^ty^^it^m (fc^U N- [2- (N, N-V:^^;]yr^ 
7) 6 -5^ h^yriTi/] -4-tf7ainy;i/:^jA.;i?=^-9-^ K&BS^O » 

^fc. ^ (I') xm-^n^it^m(Dn»Mhvx\t. ^ (I") -e^sti 

l&BLfe^ (I*) . (I") feJ:tK (I*") {CfeV%T, ArljJjtgmS^r^L 
[0 0 8 5] 

^-^i^ (I) (I') ©il^i:bT«, mmm.miLayi^. ry=i 

-'^AJs, ^liJ^Siiom, ^mmh<Dm.. ^»ffi^fc«i£r 

5 0 ffilE^t 2000-3085459 
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y^)vm. i/=L^m. ^i^-^ym. ^:3Lym> U>ii^, ^ 

^y7s)\/-^ym. ^y'^yy.)\^iisym. v-V)\^:s:-y7.n/-^ym^4^Et.(Dm.ii^^ 

t f C>tig>, 

I) ^t^it (I') it. m^-^mm^mt^m^. r)vi:}V±mmmx\x. ±h 
T%J:v^, viL^m (I) (I') tt. m-m^-^mm^mt^^^. 

[0 0 8 6] 

it^m (I) fei:tJ^ (I') (J!^T, ^^mit^m}L^Wt^:Lt.i)'^-$>^) \% 
[0 0 8 7] 

^^Wffc-^ifef*^, 3l6^Mttf*t. fi[SMtt#> m^Mffi^^Sr-^^i- 

5 1 tfill# 2000 — 3085459 
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m ■ ■ 

oT3fe^:$>tI1- grille J: y^^M14^S:#-5o 
[0 0 8 8] 

[0 0 8 9] 

-r-Sl&Sfeo m^aWLi^^W^h^^Z^-C (Dm-^. ENANTIO-OVM(h-V-*ti?)fe 
-Chirasil-DeX CB(i;>'-n:;b-9--f a:>xtt^) ^ if ® ^;i/:«J ^-i. bT:^ 

5 2 mfE# 2000-3085459 



#2 000-126272. 

o 

[0 0 9 0] 

{cj:sMiscj: (I*) ic^mt--sffc-&i&. •trjtt>'^mmmizm^t. m 
^m:^jtE^m:^i.xit^!^ (!•) {c^'fb-t€.^fc-^%$:v>e)o it^!^ (I') 

CM, ^t^m (I*) ©T^>^«*^ai>r3if7>r;i/^t:, r^- 

kfAn>f;i/:t=^i/^^/i/>fb, t e r t -zr^jv^^titziit^m^ 
if] .Mb-^ig? (I*) ®7fcm«*«Ti/;Hb, r>fl/^;Hb> u^^fl:, t5e>m^b$ 
ti7^^b^% (M, it-^m (I') ®7fc^«>&^r-fe^;Wb, h-f;Hb, 
Ay>r;Hb, tfAn-f;Wb> i^-^^iyn;Hb, y^VMt. r^—Mt. 

y ^^;i/:*;i/df~;Wb$ti:t^b-^i^^if) ; fb-^^g^ (i') <Dii3jv:^^iy}i 
ajOtaij^-T^A/^fb, KfbStife^fc-^igj CM. fb-a-i^ (I') (Dij/u^^iyjum 
:6^a:^;i/n:x5^;Wb> y 3L-;vji7.^Mt. ^;^3}f^r i/^^;i/3i>^.5^;i/fb, s:^"^ 
5^;bT$ >^ ^^;i/a:>i5^;Hb> l^'An^f ;i/:t=^^pi5^;i/rE:>?.5^;Hb> xh^^S/iij 
;i/;^-^$/a:^;i/a:::^-x;Hb, -7 ^ V t^JU^iyf^^^Mt. ( 5 2 - 
:t^y-l, 3 -$;:t^y l/>-4 ->r;i/) ;A^/l/3:>^5^;Hb, 
:*-=¥2/:«j>n//K~7l/X^;i/a:^-7^;Hb, ^^;i/T^ Kfb^ tifefb-^^^ if] JS;if*^ 

mvf^ti^o :^ti'o<Dit'^mt^i^^An<o:^mizj:-oxit^^ (I') *^e>^3t 

5 3 ttilE# 2000-3085459 



#2000—126272 




^t^m (I') ®:/n K^^>^*l±, }t.)\\m}^i 9 9 o^flJ r^^acD^ 
-efb-^ife (I') icigfbi-'5=fe<z)TfeoT=&<J:v>o 

[0 0 9 1 ] 

— ^K^^-ffc-p^tf.. }^{^^>:j^<7>:^^, M.-^tJB09838156. W0953^9B7. EP-ASa^^Rfi 

So 

^fc. M^^fl;-&^^bTMv^^>tlS^fc-^% (ii) ^v^u (xi) ^n^tim. 

i:L.TfflVAT% j:v^„ Zl® i: ^ ^lifei: LTli, ftrlBLfcfb-^i^ (I) (I 
[0 0 9 2] 

>1^^$/a:^A' ^Jl-Zf ^V7^lx-i/3 >X (ORGAN I C FUNCTI 
ONAL GROUP P RE P ARAT I ON S) II2JS, 7itj^ ^ i7 zf U 
>!.^± (ACADEM I C PRESS, I NC. ) 1 9 8 9 ^fO ; =I>^U /\ 
ytyf • ylr — iS—V ^ • h^>J:^7>r — — S/h^ (Comprehensive Organic Tr 
ansformations) VCH Publishers Inc., 1989^frj^tcfB^®:&^S^ if *^#tf 6>tl 

So 

[0 0 9 3] 

[Sgj^S 1 ] 

gS: (I) K:^V>TX*^-(CH2)„3C0NR^*(CH2)„4--e«>-&^fc-a-i© (I a) li, M 

(r^ K-fb^K^S) 



£ftliE# 2000-3085459 



#2 000-126272 



lit 2 A] 



R 



Ar — (CHp«,3— COOH + HN— (CHPw4 — Ar — Y— N 



(II) 



(111) 



R 




Ar — (CH2)w3— COM (CHj) w4 — Ar — Y— N 



(la) 



[0 0 9 4] 

^ > h U r V^-;i/ (HOBT) ^ J: li)Mj|^*& V^ b5^*CDJ&S®^#TlC 

m ^ffi^;^<:$i^^RIJ iiLXii, M;tii^;s>i^D/\^t/;i/?tj;i/3K$;>V^ F(dcc). i 
-x^;1/-3-(3->:;:jI^;1/T^ y yDif;i/):;5j>n/jKS^>r^ K i&m*fe(WSC):feif*« 



5 5 



aitl# 2000-3085459 
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[0 0 9 5] 

=3fi/K (M, :^hU^A^ h:^S/F, F U 'i? -t. :ii F =^ F, itjV^I^ ter 

;i/3t?y>. i;>^^5^;i/T^ 7 ifu dbu (i, 8 -i?rif if ^/^^ n C5. 4 

. 0) ':7>7=>^- 7 . DBN (1, 5 - i;?T-!f bfi/^? n [4. 3. 0] 
[0 0 9 6] 

til;^ VN b3^»®J^«o^^#TlC;SJC&S:^To T * J; v^o 

5 6 fiilE# 2000-3085459 
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I it 

^ mmm^mhX\f^X^^\i^'7:cJ-nyi tCfettS rg^^j iiLTli, M 

<}:vACj_gT;i/3:^s>j iiL/Tii, itffB mmm^mvx\,^x^^\^i^mm^i ic 

[0 0 9 7] 

, ^mm^^m. =^v^)}i^mm. t^f^^^, >?rh>^^^, x>n/jj>^2/F 
ijv^M.. mm:i^m-rhv^M.. mmii^mij')t?h.. huai^;i/T^>, 

[0 0 9 8] 

5 7 ffiiE# 2000-3085459 
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^ J -2- (N,N- Vi^ ^)Vr^ J ) h ^ U > %fz.\%^<D^\X. W09838156 

n-l-(2-S^:ji^;i/r^ >^:n^>n/)-lH->r> K-;k 7 F 

D-4-(2-i/^^^;i'T^ >^:i:5^;i/)-2H-l,4-/^>V^;J-:^ifS;>;fc^*li, W0953 

-hSB •■:^;V3J<=^ri/<Z)M^S'l£il#^*:S:MVNS;5'^j li, ^ : Ar^- (CH2)„3-S020 

-(CHp^g-sooH (^i^fcD»#iitufBhi^ita^5tt-) -nm.-^t\.^y.j\^'7 -< y 

[0 0 9 9] 

[igat^2] 

^ (I) lCfeV^TXj{)^-(CH2)„3C00(CH2)„4-T'^^^b-a-% (lb) ti, 

(:n:^-x;HfcMJcS) 
Hb2 5] 

Ar — (CH2)w3— COOH + HO— (CH2)w4 — Ar Y— 

(II) (IV) 

^ A r ^ — (CH2)w3 —coo (CHj) w4 

(lb) 

^b'^^(II)(^)M;Sttm##:i:l^v^ bs^^Cif ^ b < iii:^v^ b3SM)<3D>ft:'a-i^ 
(IV) i:?:, -^X^'^^m^-riK^-^-^^. ^)sLm%. li^, l^VAblO^*, 
b < \t\t^ b3^S®ife«®^#Tlc^f *)tL-g>„ 

5 8 2000-3085459 



-Ar — Y— 
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Kt&W* UV^o 
[0 10 0] 

. ^^m^mm. =-hV}v^mms r^\^^mm. ^h>^mm. >^;i/3}x^e/K 



yi^mit^hv^M.. i^mijv^M.. mm-rhv^A^ 7i<^mit-}-hv^j^. tk^^i: 

[0101] 

^ (I) ^CfeV^TXA'5-(CH2)„lO(CH2)„2-'^^^'ft'a■^^ (I c) tt, MAli 

(ac~5^;i/>ffc;KlS) 
['ft:2 6] 

Ar— (CHPwi— L + HO— (CHPw2 — Ar — Y— 



(V) 



(IV) 




^ Ar — (CHjVl 0 (CHpw2 Ar — Y — N 



(Ic) 
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m ^s#y?^;tbTV^Ttl4:v^r,g_■^QTU-■/1/■•z.■;l/7^;-;l/7^:¥-:/J r 

^ > -ffc S ti T V^ T % J: V >C j_g T ;i/ =^ ;i/ * ttCj_g T ;i/ n ^ $/ if tf e> S o 

m mmmi a, ^^h<it. /\u^>m^ t^nn, zfu^. a~K;& 

> X ;i/ jJn — ^ if -e S o 
[0 10 2] 

^b-a-^J (IV) ii^l :&;V^b5^a (^f^ L<ttl;&V>L2^*) (O-ffc-^ifeCV) 

, try i^>^if-e^^„ 

[0 10 3] 

jJ^;i/Ar^ K (DMF) , T'feh>> If y i;>;3;if*W* LV^„ 

Rj^Umtm- 2 01C^;V^b 1 0 OTC, ^ b < tt^M5&V% L 8 Or;*t?^-5o 

Rfi^mmit. m^itmo. 5^r^;&v%bi ht^^-So 

6 0 ailE# 2000-3085459 
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[0 10 4] 

-hu;!.^^^, T^F^^^, ^hy^mm. x;i/5iN^t/FM^ 
CO 1 0 5] 

-^:^'^5^;i/T^ y)^5^;i/-6-t: Fn^^i/T^h^y e-t Fn^e/-2-fcf/^ 

y :f^^JV5^h^Vy, 2- [2- (N,N-e;^^;i/T^ ^ -6-li Fn ^ 

e/-5^h^y>, 2-(N,N-s?ji^;i/r^ 7-t Fn^S/5=-K^U>, 6 

-n Fn=^s/-2-(N-^^A'T^ >^)^^;i/7^h^y >;&iftt. wogsasiseiciB 

[0106] 

^ (I) ^C^V^TX*^-(CH2)„3NR8^C0(CH2)„4-T'fe^Yfc^i^ (Id) li, M 

;i«TlBr^ F^[:M^£^^c.fco rights 



ffilSEi^ 2000-3085459 
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• 



[fb 2 7 ] 



Ar^— (CHPwa— NH 



+ HOOC — (CH2)w4 — Ar — Y— 1\| 




(VI) 



(VII) 



R 




Ar — (CHj)|„3 NCO 



(CHPw4 — Ar — Y— N 



(Id) 



[0 10 7] 

^ (I) ^CfeV^TX;&^-(CH2)„5NHC0NR^*(CH2)^-■efeS^fc'^#^ (l e) it. 

('^^l^T^fcMlJS) 
[^1:2 8] 

Ar — (CHPwS— + N— (CH^wS Ar Y— 



(VII I) 



(IX) 





Ar 



(CHj)w5 NHCON — (CH^) w6 Ar— Y— N 



(le) 
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[0 10 8] 

>^fc^#(IX)^l:fe^^b5^i(^f*L/<^il;SIV^bl.5^M)>f{:-^^fe (VIII) t^. 

Mm:ijv^M.. mm-rhv^j^. yi^m^t±hv^j^, Tka^^^ui^A, ^w^yfc^ 

MS*!;- 2 o*c;&v^L/ 1 0 o*c, i/<{i^mj&v%u 8 ox;-e 

[0109] 

^ (I) iz^\'^xkT'^i)mmm^mvx\e^x%j^\^mM^^mmm (Ar^-Ar^ 

) X&^it^m (If) it. M;^«TfHTy-;i/5t7»y >^RlSlci:oTSgJg 
[^b 2 9 ] 

Ar — B—l' + l' — Ar'— X— Ar Y— N^^ 

(X) (X,) R 

^ Ar^ Ar' — X — Ar — Y — Nt^ 

6 3 miE# 2000-3085459 
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[0 110] 

V ^ T % i: V M:f 7 31 ^ U ;i/ -e -g> ^-a- ^ L/ V ^ „ 

itjyp-f-y^T (Acta. Chemica Scandinavia) , 221 — 230 1993^ 
[0 111] 

^t^m (X) ill^v%L/3^»(^eFt b<«l^v^bl.5^«)®>ft:^^fe(XI)i:$:. 

So 

ji>::^7>r>) 7N°^-:;'^A (o) , Bt^A^i^'^A, ifx ( h y :7ai— ;i//h;^>7>f 
» (I I) ^aiJh\ 7t^i?^7A-^^:S:if*^#lfejtiSo ^ 

;!/ (0) p)tiSo 

^ ^m^±mmm} (D^mMit. it^m (xd ic^bT> mo, o l:&v^Ll 

Si> ^f*U<li*«jo. oi^VAbo. 5^4t?&So 
M^SM^tt. ^^a>S^v^b 1 5 0*C, L<«^8 orj&VAb 1 5 or^efeS 

6 4 fiJfE# 2000-3085459 
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[0 112] 

:7^>(THF), l,4-s;;t^-9->, 1,2- b^pj/x^ >^i:*j5)t^V% e>tl,-S„ 

itfia r^#i^^^^j iiLTtt, -e^a^ii, 'O-t'^, b;i/x>, tr 
i&fB ^m.^a^^^'mwki iibxtt. 'v^if^. 'O^jv, i/f;u^^ 

talB ""r^ K^^^J ilLTtt, -gSIjt^. N,N-i;;i5^;i/^AAT^ K(DMF), 
Btraa r;;?.;!/;^^^/ K^^^j iiLTtt. $^^^5^;1/X;1//Jn^S/ K(DMSO) 

[0 1 13] 

MIS r ii {c J: »J g ic^m-t -5 r i: % 1? ^ S . tl^;K 



ffi|iE# 2000-3085459 
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[0114] 

, r-k^JV. ::/ntr:t— C^_QrJlzi^^-itjj\y^—Jim. :f^h^tyit} 
, C7_^QT^;i/^;b-:*;i/3j<^;i'(M. ^>s;>;i/;tj;i/d<~;i/)&if), Cy.^^y^;^^ 

y>n/(M, h y h U:ii^;1/S/D;k S>'^^;i/'7ai::i;i/i/l> ter 

[0 115] 

^yt/jvr^if:)^ ya^—;v. hV^jv. e/y;i/(M> h V jv. bU^:^ 

;i/t/y;K jv. tert- >r^;i/e;^^;L'^U;i/, tert-^r^^ 

;i/t?ai^;i/j/U;i/;&if). C2_gT;i/^m;i/(M. 1-T U /b^ if A''mv^e>n€> 
„ zitie>cDS«, r:^v>b3M(D/Nn^f :7^)/^, ^m. MM. n^m 

n ^ ifxu^^nx % J; ^^„ 

[0 116] 

6 6 ffiSE# 2000-3085459 
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tert-:/^;i/S?:?i^;Pi/i; ;k tert-:/^;i>i;:i:^;i/S/y Cg. 

:^if). ^^g^^TIr^-;^^. S^-CJ_gT;l/^;l/Ti2 3^-;I/^^f):&2f*^Mv^e> 
CO 1 1 7] 

> :^ — i$—V^ (Protective Groups in Organic Synth 

esis). John Wiley and Sons flJ(1980){CfBS®:&^^if IClpDTff e) ZLiLA^-T? 
M^l^, iiK^s;^^^, "7 3i-;i/H K^S;^'>, N-:pI^ 

So . 

[0 118] 
I 0 1 19] 

6 7 £tl|Ei^2 0 0 0 - 3 0 8 5 4 5 9 



^ #2000—126272^ 

Ef^mmtmrnir^^iii)^:^^) it. m%mmm:^i>t. ^vh. -r^x. ^jv^ 

lignant mastocytosis), ^g'ffil!^ (exogenous obesity), j#W>^^U>"ffi 
JBETpIjS! (hyper insulinar obesity), iiilfil^ttlES^Chyperplasmic obesity), Tii 
#:telG?i (hypophyseal adiposity), ^lfiliHi£ffl3?®iS(hypoplasinic obesity), ^ 
</^Maig®Ti5?i3£ (hypothyroid obesity), ^JS^TSSttJIESI (hypothalamic obe 
sity), ^M^SBE^;^ (symptomatic obesity), /MM^ (infantile obesity), 
Jb^#ffl«(upper body obesity), (alimentary obesity), ftm 

li<6;Tttl5^©(hypogonadal obesity), ^#f£15?§Mj^i£ (systemic mastocytosi 
s), #MftI5^ (simple obesity), ifiyi>f£Ji3?^ (central obesity) if] , Sk:0^ 
5T:^3S(hyperphagia), Wm^m. tt«|g»«J& if A^^tjT^nSc 
[0 12 0] 

[0121] 

o T^m^-r -5 3 h i: o T^Jt S 0 
[0 12 2] 

rrx', mm^mizwfm^ti^mi^.t.vxit. mMmuti^xmm<D^mmm 

6 8 2000-3085459 
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. m^M. -^^M. mmm. MM^*if®^iD%^MVA-53iit;T'^-5o 

ft^^ilfli: LT«. XxTU >mv^*:^>^'i7A, >t.7^r V yM:^ Jliy 

S^-^M^bTli, MAIS, jgS'feii/n-j?^, D-x'^-h-;!/, -5=^:^ 

^;i/::?.^5f-^:h Ml 1:7^, <Sgi^|gii Kn^$/:;''n tr;i/-fe;i/n-:;?. (L-HPC 

[0 12 3] 

^it^y^v=-^j^. '^jy.'rr^}ym^^)^^)ytitE<Dmmmmi^%mx\-s.^ 

y tfn;i/T;i/n-;K tK y If if n y :?!j;i/vK=?r$/^5^;V-fe;i/D -X^ h 

o 

6 9 ffilE# 2000-3085459 
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m 

[0 12 4] 

mmmiivxit. m^it. v^m^. mmm.. mmm.. 
mttEjifimnr^Jti^. 

[0 12 5] 
[0126] 

m il) (I') ilLT, J!i&0.1:&VNb5!i«r500mg, if ^ b < «*?Il^V> bJS^JlO 

T t- -5 r ^ s , 

7 0 ffiSE^ 2000-3085459 
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[0 12 7] 
[0 12 8] 

U^yWt^) > JTT-501, GI-262570. MCC- 5 5 5. YM- 
44 0. DRF-2 5 9 3. BM- 1 3 - 1 2 5 8. KRP- 2 9 7. R- 1 1 
9 7 0 2«:ifA^#tf e,tlS„ 

U^R ^^i^U~ F (KAD- 1 2 2 9) , J T T - 6 0 8 e>4xS 

o 

[0 12 9] 

; :fit(Dmmi3^^mm^nrc^y:^vyfy^^mmmiz^^:^tir:L^'^^ii h^y 

7 1 taUl^ 2000-3085459 
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miif^ti^o >r >>?.i; >abT«> o. 4 5d^e>o. 9 (w/w) %0mm^^ 
>r>xu>cii. tpmm. i^mmt^ifm^ 

jS 3 r FU':^U >^^^<£f^S&^i:bTtt, M;tJiA J - 9 6 7 7, BMS-l 
9608 5, SB-22655 2, A Z 4 0 1 4 O if;b^#lf e>tlSo 

[0130] 

h ; >f ^ ^ h ; -^-M/y^ ^ ^y b ; S N K - 8 6 0 ; v^:K;i/ ^ y b ; A 
R I - 5 0 9 ; A S - 3 2 0 1 if ;b^#tf P>tl<5„ 

y^n7^>r>ap^-ifCiaW^i: UTli, MX-liNGF, LY-333531:&if:6'5#l/e>tb 

(memantine) , fcf*e^KU> (pimagedline ; ALT-711) :&if35)^#l:f 
[0131] 

7 2 ajIiE# 2000 — 3085459 
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ikW^numtl^Xit. m:^lt'^t^y\^-ny. ^^7.y3iy:7^^>^ z^jVTt^ 

?fe^f3b^#{f '■ — 

[0 13 2] 

;vty^2^mmm. ijv^j^^^y:^j\^mum. ryp^ir^ytyyimmm^jtEti^ 
ryp:t^ytyy^mmmm.mmt.hxi-i. m:^it:^^h:fv :iii-^-:fv 

;k T^-fe:/u;i/, imm) ^^zfvjv^ Ut^V::^u;K >(^^'zfvjv. ^i^if 

ijjhty^Msi^umtLxit. m^ht—y3ity\^y^ r^upify^ oijJn— i;>^tf 

-:ij)Vi^\^ytjii£iij^mif^t\>^o 
ijVt^2^^^y:^AmumilVX\t. m^itUzf^ U'T'ilj^J A. L-27152, AL 
0671, NIP-121«^if*^#^f e>ti<5o 

7ypyty^yiyyimin.miil^Xlt. Mx.iia-y-;i/^ itjy^'^-JV^yyi^ 
AJV1)-;V^y^ JV^V-JV^y. CS-866, E4177^i:*;^^^lf e>ti-5o 
[0 13 3] 

HMG-Co AMjn^^PJIW^ilbT^, 

n/^x^?^>, yvy\^j^'^^^y. vj\/Ay.^=f-y. ^))^y^}\/. -feUA 

>rf5J/tx^^>, ZD-4 5 2 2*fcli-etie>®S (M. ^^-hUC^A 



WMM 2000-3085459 
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[0 13 4] 
[0 13 5] 

^m^\zmmit'uxmhti^2.m(omn<Dn-'^^m^x<Dm^iSL^. 3) mch 
5) m'&mmmi^r=.\i^mMmmmh^mmmmiL^%^i^vimm\t\^xnh 
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[0 13 6] 

FABMS (pos) (i, l*3^M^-®^«*:$)'*f^ (Fast Atom Bombardment Mass 
Spectrometry) iZi5Vf& ( + ) ^TiRI^ l-;i/*l?^So 
[0 13 7] 

s : :^'>^''l/-yb(singlet) 

d : ^^Uv h (doublet) 

t : hy:/U<yh(triplet) 

q : ^7 T ^Vt^ ^yh (quartet) 

m : ^JU'f-zfX/v V (mu 1 t i p 1 e t) 

b r : :^n— K (broad) 

J : iJV^^yy (coupling constant) 

Hz : ^J\^V (Hertz) 

CDCI3: □ n;Jx;i/i:» 
DMSO-dg : m.V:^'f'}\^7.}\^iiS^l/ K 
THF : -T^h^ti Kn:7^> 
DMF : N, N-2;?;;l^;i/:!}N;i/Ar^ F 
DM S O : Vi^ 5^;i/>^;i/3}^ =2? K 

WSCD : 1 -x-5^;i/- 3 - (3 -t?:?t^;VT^ >^:/n tf;i/) 5J7;i/jJ?e;^ 

7 5 2000-3085459 




^H-NMR : :fU hy^^^^^ 



f-«^ r- 




Me : 




E t : 




HOB t 


: 1 - 




I PE : 




DMA P 


• 




[0 13 8] 








U P AC- 


I UB 


C o mm ision on Biochemical Nom 


e n c 1 a 


t u r 






# C ^ ^ L J& l-j- mi L ^ 5: ^ -r % (?) i: -r S c 


DNA 






c DN A 






A 




: Tt"— > 


T 






G 




: ^7~y 


C 




: 


RNA 




: U 


mRN A 






d AT P 






dTTP 






d GTP 




: "r^^i/^T / t/y^v ym 


d CT P 




: •7^:t^e/i/5^i;>'>^u yWt 


ATP 
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E DT A 




S D S 




E I A 




G 1 y 


: ^vt/y 


Ala 


: T^ — iy 


V a 1 


: 7^ y > 


Leu 


: n-f S/> 


lie 


: >r y n>r S/> 


S e r 




T h r 




Cy s 




Me t 




G 1 u 


: ^ >^ 


Asp 




L y s 


: y 


A r g 




His 




P h e 




T y r 


: 


T r p 


: h y h :7 T > 


Pro 


: :/n y > 


A s n 




Gin 




P G 1 


: l^UifA/iiC^yWl 


Me 




E t 




B u 




P h 




TC 


:^y>/i;j;>-4 (r) -^tJ^I/Jj^^Spi^^ K» 



7 7 
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[0139] 










T o s 




CHQ 


I yj>;i/^;i/ 


B z 1 


: ^yV}\/ 


C IgB z 1 


:2, Q-p^un-^y VJl 


Bom 




Z 




C 1 -z 


: 2 □ o'O ^2/ 5tj;i/3}fn;v 


B r -Z 




B o c 


: t -:/h^^:3Jj;i/;K:^;i/ 


DN P 




T r t 




Bum 


: t - 


F m o c 




HOB t 


: 1 -t. Fndpi//<>xh y Ti/-.n/ 


HOOB t 


: 3, 4 -s;?t: Kn- 3 -b: Kn'5p2/-4 -5r=^^y- 




1, 2, 3-^>ybyTs>'> 


HONB 


: 1 - t Fn^i^- 5 -y 2, 3-:^':;5j;i/ 






DCC 





[0 14 0] 
CSB^J##: 1] 
CSB^a## : 2 ] 

hSLC-l$:ii- F-r-ScDNA^J^^.^^ y ^*IC^M bfe-a-^DNASrat-To 
CBB3WJ#-^ : 3 ] 

7 8 ailiE# 2000-3085459 
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m^m^ : 4 ] 

h SLC-lcDNACD^|&^|B3^J Sr^-r „ 

[BBj»J## : 5 3 

=7 V hSLC-m3^CH0m®^^ n ->lC^i-t-2>SLC-lmRNA®|g3^*5:M^~r-5:fe 
«blc^ffiL>tUjK:;^n~>^ (riboprobe) Sr^-To 

CSB3ni## : 6] 

vmm^'. 7] 

n hSLC-lSrzt- K-r^cDNA?: 22fc^tc-r^fei*{c^Mbfe:/^-fv-$:^-ro 
CiB^J##: 8] 

t: hSLC-l?:zi- K-rScDNAi^i&^K3?fJ$:^t-o 
\Mn^% : 9 ] 

immm^z i o] 

H hSLC-l(S)$:=l- •ScDNAODX^' U -~>^(C^M L/fe-^^DNASr^i-c 
(BH?II#-^ : 1 1 ] 

t hSLC-l(S)S:ii-- Kt-ScDNA©:;?.^^ U - — > ^''IC-fi^M bfe-^^DNASr^-To 
Cie^J##: 1 2] 

t hSLC-l(L)S:=i- Ki-ScDNA©X^7 U ~ — > ^^tC^M L:fe-&^DNAS:a^t-c 
[@B^rj#-^ : 1 3 ] 

bi hSLC-l(L)§:zi- Ki-ScDNA®;^^7 y -n^^r^c-^M bfe-^^DNASra^-To 
Cfe^J## : 1 4 3 

sLc-Ks) c])M<D^m.mmn^B-to 

5' -MlCSal lUmmmi)^i^M^H, ^^S* -(IllCSpe .Ifg^SH^J*t>f^i^^4^fcl::^ 
SLC-l(L) cDNA®^ifettlB^J$:^f o 

7 9 ffiiiE# 2000-3085459 
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• 



im^fm^ : 1 6 ] 

H h SLC-1 (S) ^3^CH0|HJ!li i: tJ^ t h SLC-1 (L) |§]^CHO0B&©# ^U->K.1Si-) 
SSLC-liiiRNA0^3^»S:?H!f^-r-5fc4blC^Mbfey 3j<^D->^ (riboprobe) 
-To 

[0141] 

■^tf^^X^ KlC<fcS?^M^M#: Escherichia coli DH10B/phSLCIL8ti, i 
1 ^2H 1 H;b>e>3i^jiim#XmS^fi^^^X^XmSlgWSSm (N I BH) IC 
Wft##FERM B P - 6 6 3 2 il bT, ^^1 1^1^2 1 H*^&MH^A 
•^^W^m(IFO) lC^f£##IFO 1 6 2 5 4 i: LT^ftS*lTV%Sc 

[0 14 2] 
[^JfeM] 
##Ml 

2-(R)-[2-(N,N-$^:i5^;i/T^ 7)n:5^>n/]-6-{4-[(4->l h^tyZZ 3L=./v)ijJly:^ 
[-fbS 0] 



2-(R)-[2-(N,N-j^:Af^;i/T^ y ):n^;H-6-li Kn^i/^^b^y X300 4 
-(H Kn=3r 5^ ;i')>'ai 4-;< h^^'Oyx- h (530 mg). hVy^i — 

;i/J^X>'>f X430 mg)®THF^?K(6 ml)(C, T v^-:/:^j>n//iO^e^'aQ5^;K40% h>n/ 
:^>mm. 0.95 g)S:^?^T?gTUfeo ^/S?RS:^MT2^ISM#^|g|iibfco 3^ 

mg)$:#fe. 

111-114TC. 



9^ 




8 0 



miiE# 2000-3085459 
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w 

[a]j)2^ = +44.4° (c = 0.502, :^itJ-JV). 
[0 14 3] 

##M2 

N--7 ;i/-4- { [2-(2-tr'< vt^J x^/i/)-6-7^ N ^ y — ;r 4r :ji ^> 



C^fc 3 1 ] 




4- {[2- (:2-h:^V i^J :3^^H/) -6-'T'h^V-M7t^iy:^^M^M^^WliSQ0 
ms)(DTEFmmmiS ml)lC b yx^>n/T^>(0.11 ml) 5:*DX.. Jlfe^bU^^^/I/r 
•fe5^;i/(92 mg)(Z)THF^?g(0.5 ml) ^*?^TMT 30:e-raM#bfe<. 

M*T'#Mb. mmmw^. ^^r. r-u xss ing)®TflF^M(o.5 mi)$:M 

m^mmvr^. $:THF-^ ^ >^ -;i/-IPEcj; y ^^au, ^Sft^^ClSO mg) 

MM' 183-185t). 
[0 14 4] 

###>I3 

4- { [2-(2-kf ^ U i;^^ y n:5^;i/)-6-7^ h ^ U tT ^ 2/;?^ -N-(2-l:f U i;^'— 

;v)'<>xr^ K 



ffiffi4t 2000-3085459 
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• 



UtS 2] 




4- {[2- (2-fcr/^ui;yx^A) -6-5^h^u-;i/]3r=^S/^5^;i/}^S#^(3oo 

mg) (DlEFmmWLie ml){c Ml3:^;bT^ XO.ll ml)$:ifD^fe„ nhtl^^MWi 
JC. l^ithV jf^^JVr-^^ Ay (0.095 ml)5:*?^T^IiTb, SOr^KM^L/ifeo SiS 

MA' 139-143"C . 

[0 14 5] 

4- { [2-(2-tr/< VVJ ai5^;i/)-6-7^ h ^ U — 2/ J>1 -N-(2-^ 7 U - 



[^1:3 3] 




4- { [2- (2-tf U V J rc^;i/) -6-5^ h ^ U 5^ ^ i/ (300 
mg)(?)THF^.^M(6 inl){C h U X0.22 ml) $:;(ni;t, Jfe-ffc h U ^ ^;i/T 

•fe^>n/(0.095 inl)S:^?&T?iTL, 30:9-ram#Lfc. M/iSUKSr^M* 

8 2 mtE# 2000-3085459 
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ir^:7^- i&mmm ; THF) vmm mm:r.^}u-i^^ v:fu i^/v^l- 

m^.' 135-138X: . 
[0 14 6] 

N-(4-:?l h 2/:7 ac— /b)-4- { [2-(2-bf V X^;i/)-6-'5^ h^V =.M 



4- { [2- (2-tr/< U >^ a:^;i/) -6-5^ h^V -M yt^i/:^ ^M^mm (170 
ng) , 4-7^ h^e^r— l>>(53 mg), HOBt(70 mg) J3 J: t)rDMAP(60 mg)(Z)DMF^?K(2 

mi){c. wscD(o.ii mD^^uxM^. i2mmmwvtc. Rj^mizm^mi^ V ^ 

m^.' 193-1961C 
[0 14 7] 

##M6 

a-iSA-P:^ h^i/yx. -Ay)-A- { [2-(2-tf V / x5^;i/)-6-7^ h ^ U x;i/] 




ffiliE# 2000-3085459 
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UtS 5] 




o 



XT 



4- {[2- (2-hr/<Ui^Vn:^;i/) -6-5=-b^y-;i/]3r:^rS/:*^;i/}^Jl.#m(300 
mg), 3,4-5^'^ h^^S^T— U >(120 mg), HOBt(120 mg) t)«DMAP(100 mg)®DMF 
mW.i3 ml)(DiZ. WSCDC^U—ff;, 0.2 ■!) ^r^fiT'iUx.. 12^KM#Ufeo RJ^ 

S^^(THF-IPE)$:^T. ^Mffc-a^tJ (330 mg) $:#fe„ 
ife.^.: 178-180r; . 
[0 14 8] 

y > 

[fl:3 6] 



6- 1 F n ^ ^-2- (2-fc:°/^ U i;^' 5^ h ^ U > (500 mg) (DmFmWL (5 ml) iZ 

, *^^b-:^hU':7A(60%^fiiy^, 85 mg) Sr^MT**!!^, l^fS^^bfeo MlStKtCN 

-[4-(::?'D^;i5^;i/)73i~;i/]^>xr^ F(670 mg)$:^M-eifli;^, mt^mwi^ 




8 4 



ffilEi^ 2000-3085459 



000 — 126272 



m^- i76-i79r. 

[0 14 9] 

I/— h 

UtS 7] 



2-[(N,N-s;?;*^;i/T^ y)^^;i/]-6-n Kn h ^ u >(300 mg)©trut;>' 

St,^.: 85-861C. 

[0 1 5 0] 



2-[(N,N-$^':)l^;i/T^ y):^^;V]-6-l- Kn^i/T^h^U X150 ng). 4-(ll K 
ndp2/>i^>n/):7 3in;i/ 4->t hdps/^^yoQ- h (570 mg). hi; :7a:~;i/d>:^ 
X574 mg)0THF^?K(3 ml)ic, T 2^^:;t7/l/JK>mt>^3:^;K40% h 




[fb 3 8 ] 




8 5 



ffiiiE# 2000-3085459 
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WL. 950 mg)S:^MT'|gTb, 3^r^^#L:t„ Kf^WL^mmL. 3^S$:T;i/$^ 
m^.' 119-121TC. 

[0 15 1] 

1 0 

2-[(N,N-^;*^;i/T^ >^);^^;b]-6-{4-[(4-^ h^iy^y VJV)>t^i/] ^y 
JV:t^i/}'rh^Vy 



2-[(N,N-e>^:)l^;i/T^>^)^^-n/]-6-fc Kn:^J/7^h^y X300 mg), 4-[(4- 

h^iy^ytyjv)yi-^t/]<yp)vr)vn-)v{i.07 s). hvy3i—jv^7.y4 

XI. 15 g)(Z)THF^M(6 ml)ic. Tyi^':j!j;i/7i<>^e;>'3i^;i/(40%h;i/ai>^IK, 1 

-91 g)S:^MTMTbi2^^m#bfe» Rmm^mmv. ^^^r/v^-f-n^j^ 

ife,^.: 106-lirC. 

[0 15 2] 

m^mi 1 

6- {4- [a-^y)/^yty a:. >-2— f ;i/T ^ y ] ^yi/jv:t^iy} -2- [( 




l^A 0] 




8 6 
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;r=^r-9-U;i/^nU K(0.23 nl)5:^?^T*n^. mUX-30^mmWl^t^. 

J ) ^ "rh^Vy (300 mg) ® If y i;>>|§?K(6 mi) lC:*?^T^iiT 15^^m 

S(THF-IPE)S:MT, ^jg-ffc^i© (250 -g) S:#fce 
M.^,: 165-169X:. 
[0 15 3] 

##M 1 2 

2-[(N,N-j;:*^;i/T^ 7):*^>«/]-6-{4-[(4->l h^i/y 3L—J^)yts/\/:i^=Lj^7 
UtA 1] 




6- [(4-T ^ >^ ^yp)\^)y^^iy] -2- [(N,N-S;?;i ^A'T ^ ^ ) ^^I/] 5^ h ^ U X 
300 mg)(Otry S?>^?g(6 inl)tCJgfb4-;i h ^ if >;?.;i/7}> —71/(270 mg)CDT 
HF^?^(1 ml)S:^?^TIigTb, 154MSM#Lfco MIC ^fS^gSr^M-??, 154Mm 

-(Mg§l§«^;Bfm:r^;v)r'«|gL, #^^(ifm3i5^;i/-IPE) ^i^T, ^M^b-^ 
ife(260 iiig)S:#fc„ 
m,^.' 137-140 TC. 
[0154] 

13. 

6- [A-{^yVA^:fy}\^^=-J\yT K J -2- [(N,N-2;?:* ^;i/T ^ 7 ) 

8 7 miE# 2000-3085459 
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Ut4: 2] 




6- [(4-T ^ / ^>i^J}y):t^i/] -2- [(N,N-s;^ ^;i/T ^ / ) ^ ^ h ^ ij >( 
300 mg)®tru 5^>?§|g[(6 •l)iZ^ityai=.j^r-^^Jl(200 ■g)®THF?§?gt(l ml) 

m.^.'- 130-135T3 . 

[0 15 5] 
14 

6- [4-(/< > !/>f ;i/r ^ y ) ^Vl/:*-^ $/] -2- [(N,N-^^ ^;VT ^ y ) ;i 



6- [(4-r ^ 7 :r ^ i/] -2- [(n.n-j;?^ ^jvt^j):^ 5" ^ ^ y x 

300 «g)(Dtry $;>^?gt(6 mi)icjgffc/<>v^>r;Ko.i4 mi)S:^;t^r?gTL, 

■^~30^^^«^Lfco M^&MtciO%^^;?jy ':7A7K^?1^5:JlI;t, i^^j:^;i/-ef*ffi 

j^^urrv^'^y^ - immmm ; s^mse^i^^;!/) i^mm^. (thf-ipe) 

gfej^,: 128-133r;. 




ffiSE# 2000-3085459 
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[0 15 6] 

#%Ml 5 

2-[(N,N-i;^5^;i/T^ y)^^;i/]-6-{4-[(4-^ )V)T^ 
[-fb4 4] 



6- [(4-T ^J^y -2- [ (N ,N-i;?;i 6^;i/T 5 ) ^ 5^ 7^ h ^ U >( 

300 mg)©try i/>^?^(6 inl)iCi^'ffcp-T-y>rA(0.20 ml) Sr^^^TIST L, ^ 

^A'^nvh^^:7>f-(MI8^^ ; @^®Ert:^;b)l?«ig=^> H^^dHF-IPE) 

gllj^: 155-159r;. 

[0 15 7] 
##M1 6 

2-[(N,N-i;^^;i/T^ y )^^;i/]-6-{4-[(2-^ h ^ t/'O V^-f T ^ 
[ft 4 5] 



6-[(4-T^ y^>J>Vl/):r=^i/]-2-[(N,N-$/';i^;i/T^ h^U X 

200 mg)©tri; i^'>^?g(4 ml)C, o-r:=.y-Y;i/^' P U KCO.IS ml)$:7fc?^T?gT 





8 g 
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^•:^;f7^A^Dvh^*^>'-f - mmmm ; thf) vmm^. w^m mm:^^j\y- 

m^'' 106-1081C. 

[0158] 

##M1 7 

6-{4-[N-(4-:^ h^i/^>)/^ }V)-^-:f^'^/ur^ J]^Z/i^JV:!t^iy}-2-[ (N,N 




2-[(N,N-S;?^^;i/r^y):'^^;V]-6-t FD^S/5^h^y X150 mg), N-[4-( 

t: Fn^i/>t5^;i/)7 3i— ;i/]-4-y. hdp^-N-:;i5^;i//<>Xr^ F(600 hu 

7ai-;i/;}>X7W X570 «g)®THF^?g(3 iil){C, T^/S^5ij;i/3J?>^i;?n:^;i/(40 
5 me)^nt^. 

^H-NMR (CDCI3) 6 :1.20-1.50(1H, m) , 1.80-2.46(5H, m) , 2.25(6H, s) , 2.68-2 
.86(3H, m), 3.47(3H, s) , 3.74(3H, s) , 4.95(2H, s) , 6 . 52-6 . 76 (4H , m) , 6.8 
4-7.14(3H, n), 7.22-7.38(4H, m) . 
[0159] 

##M1 8 

N-[4-( {[£-($; cn^/bT^ / ^ } *;V3J^— ;V) >'a:~;i/] 4-1^ y'x 



9 0 ffilli^ 2000-3085459 



#2 000—126272 



Ut4: 7] 




7 a:— y ;i/:ij;i//JO^ (0.879g) ®THF (15ml) ^?g[tC^?&T, :r^i?-U 
;U^nUK (0.46ml) ifeJit^DMF ( 1 fg) ^m:^tc. BLJ^Wt^^UX-SQ^m 

mw^mmhr=.o j^sstthf (lomi) K^mv. zfu^^^yrK fj^^is (i.o78 

g) i: S U3i5^;i/T^ > (1.4ml) (DTHF (20ml) 0 TMT L:feo 0 *C 

M^u, mmit^m (i.i47g) sr^^o 

gfe,^. : 237-240t: (.^m) . 

[0 16 0] 
##M 1 9 

4-(4-fcr7 3i~y;i/);ji b^S/)-N-[2-(>f y:/D tr;i/r^ y)x^/i/]/<>XT^ 

F 



4-(4-lf7ai::iy;i/^ h ^S/)^S#^(1.007g)®THF(30 ml)fei: r-fe F- F 
U;b (30 ml) ©M-R-^MICWSC (0.708 g), H0Bt(0.521g), N-^ y tf 1/ 
>$^T^>(0.353g)feJ:t;FU^5^;i/T^>(l ml)S:ilI;tfc. ^M-^IS^I^M^ 



[^1:4 8] 




o 



9 1 



ffifiE# 2000-3085459 



i^2000— 126272 

m 



mM : 150-154'C . 

[0 16 1] 

##M2 0 

2 (N,N — iy'x>;i/7^ 4 [ (4 lf7ji~U;b) iU/V:^x=.)h7 ^ J] 

[fl:4 9] 



:7jc^y ;i/:i57;i/jK>BI (i.09ig) ©thf (I5mi) ^Mic^?0-T, yf^V-V 
JV^UV^ (0.39ml) ^JzXJ^UMF ( 1 tg) SriD^fco SlS?KS:^M-e3O:0-^ 
MW^mmi^fcio a^SrTHF (10«1) IC^jlSb, ::^n*-f (1.091g) t 

hy3l^;i/T^> (0.67ml) COTHF (30ml) MM^^ 0 X^-V^f V^Lo 0X^1^30 

ti'^mm^h. mmit^m (o.728g) ^mr^. 

: 146-149°C. 
[0 16 2] 
##M2 1 

N-[4-({[2-(s;^^;i/r^ J)3i^M7^ ^}itJ/U:^—A')-7 3L:^M A-}^y x. 




ffiliE# 2000-3085459 



#2000—126272 



[fkso] 




-feh-hU;!/ (15 ml) ®il-^^?g[{CWSC (0.248 g), HOBt (0 . 156g) , N,N-e;?:>l 
x^l/>$^'T^>(0.097g);feJ:tJt hyx^;i/T^>(0.21 nl) ?:llll;t:fe„ ^^BTl 

g&j^.: 261-264TC C^M) 
[0 16 3] 

£^T®##M2 2;&VaL2 SlCgB^^'ffc^i^li. ##M2 1 i: IM^tC UTigjt 
##M2 2 

N-[4-{[2-(kf/>cu i;?7x^;i/)T^ y]:j5j>n//K-;H ;i/3 4-tr:7ai— y ;i/ 



[fbs 1] 




; 247-252TC 
##M2 3 

N-[4-{[2-(i -i^n y $;n;i/)aQ^;i/] y}55j;i/3j<— :7ai-;i/] 4-fcf7 3i 
— y;i/757;i/jK=Jlr"9-^ K 

9 3 £fifiE# 2000-3085459 




iilJ^ : 241-245^: (^M) 

[0 16 4] 
##M 2 4 

N- [2-0i,^-i;:^^jvr^/):f^'^/u-6-7^h^V—M -4-1^7 aim; >i/ 
[fb 5 3 ] 




Ift.^, : 164-166r . 
##M2 5 

N- [2-(N,N-s;:pl^;i/r^ y)>l^;i/-6-7^h^i;:^/l/] -4-lf :7a:::^y ;i/ 
[<b 5 4 ] 




iHljt : >250X: 

^H-NMR; 8 : 1.24-1.54 (lH,m), 1.84-2.10 (2H, m) , 2.20-2.50 (3H, m) , 2.26 ( 
6H, s), 2.79-3.01 (3H, m) , 7.10 (IH, d, J=8Hz) , 7.28-7.54 (5H, m) , 7.60- 
7.82 (5H, m), 7.94 (2H, d, J=8Hz) 

9 4 ffilE^ 2000-3085459 
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IR(KBr) 3028, 2910, 2640, 1658, 1538, 1417, 746, 701 cm"^ 
[0 16 5] 

##M2 6 

N-{3-[(N,N-^"^^;i/T^ y);>l^;i/]-l,2,3,4-5^h^l:i Kn-7-#y V—M-A 



4-tf>'ai—ij;i/ ^(145 iag)<DlWmm(3 ml) lCDMF$:l?tAlI^, *?&-T 

THF(1 ml)K:?§j8?L> 7-r^>^-3-[(N,N->:;^^;i/T^./);*^;H-l,2,3,4-7^h 
Kn^>^ UX150 mgXDifVi^z/mmi.^ mOtc^J^TMTb, 30^|^m# 

3^S$:THF-IPEi»;Wj^^b. ^Sfb-^#f(180 mg) 
mM' 206-21 lie. 

[0 16 6] 
###J 2 7 

4- {N- [('O $;?A':r^e/)?57;i/3}fn;i/] -N-:* ^;vr^ J } -N- {3- [(N,N-$;?:?i 
7):5i^/l/]-l,2,3,4-7^h^t: Fn-7-:3py U Xr^ K 



4-{N-[(/Oi?;i/;r=3re/):^j;V3j<^;i/]-N-^^;i/r^ y }^Jiv#^(210 mg)®THF 
^^^(2 «l)lCDMF$:ltgitlA, ^?^T:r^-9-U>>l/^ny K(0.1 ■1)S:?STL> 




[^b 5 6 ] 




9 5 



miiE# 2000-3085459 



.# 



#2000—126272 



^jvr ^ J ) -1 ,2,3,4-x h^fcKn^yu> (150 mg) tf y t^y^W. (1 . 

5 iiii)iczfc?^TMTb, so^mmnvt^, Rf^m^^mz^^hta^. mmwa^ 

0 mg)^#7t_ 

167-172t:. 

[0 16 7] 
##M 2 8 

N- {3- [(N,N-S;^ 5^;i/T -1-Ji>;i/^ ;i/-l,2,3,4-5^ b ^ H Kn-7-^ 

[<f: 5 7 ] 



^m(l ml)lcM:?Ki^^(0.1 al)^m^. 55iC"^2^Km^Lfe„ MJCSMlC, N- { 
3- [(N,N-J>^;fc 5^ ;i/r ^ y):3l^A] -1,2,3,4-5^ b^t Kn-7-^/ U—;i/} -4-1^7 

mA- 134-138TC . 
[0 16 8] 
2 9 

N-{l-T-fe^/l/-3-[(N,N-^:?^5^;i/T^ -1,2, 3,4-7^ b^t Fn-7-dp 




9 6 



2000-3085459 



#2000—126272 



[^b5 8] 




-OX 





N-{3-[(N,N-i;^^;i/T^ >^ -1,2,3,4-^ b^H \^U-7-^J u— ;i/}-4 

^^^a^LTto 3^$$:THF-IPEj:ySM^b, ^S^b-^ife(64 mg) 
iftj^.: 167-173X; . 

[0 16 9] 
##M3 0 

N- {3- [(N.N-i;^ 5^;i/T ^ y ) ^ 5^;!/] -i-^ ^;i/::^;i/JiN:^;v-i,2,3,4-7^ b ^ 



N-{3-[(N,N-i?>t^;i/T5 >^):?t5^>n/]-l,2,3,4-x h^fc Fn-7-dpy y -;i/}-4 

>;?.;i/jj>-;Ko.o2 «i) s:*?^T*n^, ^ia-^i2^is^^bfc„ j^mmizio%mm 

^m^mmVt^. ^S^THF-IPEJ:y^M^L> li®^t-&^(64 mg) 
gftj^: 184-188'C. 

[0 17 0] 
#%M3 1 



[-fbs 9] 




9 7 



ffiSE^ 2000-3085459 



# 



#2000—126272 



2-(R)-[2-(N,N-y;?l5^;i/T^ y -6-(4-t \^a^iyZ7 :il=LJV) ^ hdp^ 

[ffc6 0] 



TKm^tV^^jUTJV^-^ A (60 ng)(DTflFM?g?g[(4 ml)lC\ Tjilf^T^ 2-(R)-[2 
-(M,N-S^:^^>n/T^ y )X^;i/]-6-[4-(4-:^ hdri/7ai::i;i/:^j;i/^zi;i/>r=ape/) 7 

(70 i«g)S:#fco 

[a]p2^ = +56.9° (c = 0.505, 

[0 17 1] 
##M3 2 

2- (6-^ h ^ t/-2-7^ h ^ y :n;i/)-l-tr/< y s^V -l-ni ^ >^ > 
[-f b 6 1 ] 



2-(6-;l h=3r^>-2-7^ h^yn;i/)it^(8.8 g)5:THF(150 ml) iir± h — h V )V{ 
50 iiil)®M'^?KlC^«?L> tf/^iy i;?>(5.2 g), WSC(12 g), H0Bt(6.0 g)fei:tJ^ 



9% 



HO 




aiIiE4t 2000-3085459 



#2 000 — 126272 

I 



m.^.' 59-61 "C. 

[0 17 2] 

m^ms 3 

Hb6 2] 



yi^mitv^K^j^rn^^-^Aa.M e)<DmFmmm(ioo moic. 2-(6-^ h^ty 

-2-5^ h^U-;i/)-l-fcr S^V -1-31^ y >(9.80 g)®THF^m(50 ml)$:^?$--}C 

ill.^,: 189-191"C. 
[0 17 3] 
3 4 

[ffc 6 3] 



154-157'C. 





miE^ 2000-3085459 
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[0 17 4] 
3 5 

4- {[2- (2-tf/>^US^ya:^;i/) -e-^h^yV^-Myt^i/i^^M^Mmm:^^ 
[-f[:fi43 . 




6-ti Kn^e/-2-(2-tr^y ^Vai^/i/)-5^h^y >(i.50 g), 4-(h: Kn=api/>i 

5^;V)^S#il^^;i/(1.44 g), h U W X2.60 g)C[)THF^?K(15 

ml)ic, T^yt;^':;!jA'3K>^t;?ai^;K40%h;i/ac>^IK, 5.10 g)^^MlrMTL/, 

>^-;i'-IPE)$:MT, Mfb^ifel(1.36 g)$:#:/bc 

190-193TC . 

[0 17 5] 
##M3 6 

Ut6 5} 




O 



4- {[2- (2-tr/>^y i;>^a:^;b) -6-7^ h ^ y jT^J/;* ^Ji.#^>i ^ 

10 0 miI4f 2000-3085459 
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mt;^: 105-108r; . 

[0 17 6] 
##M3 7 

4-[N-(4-:?t h^^^>vr>f ;i/)-N-:;t^;i/y^ y]^Jg>#^ 
[^fc 6 6 ] 



4-(^^;bT^ >')^S§^(5.0 g)®THF^?^(50 ml) {C^^:^ h U A (23 g) 
®7K^I^(50 ml)S:Jn;t, P-T— V>f;i/^7n U K(5.6 g) $:*?^T?gT 15:$)-K 

m^' 157-160T:. 

[0 17 7] 
##^J3 8 

N-[4-(fc Kn^i/^^;i/):7 3i~;i/]-4-;?i h=^i/-N->i^;i/^>XT^ K 



4-[N-(4-^ h^i/^y)/^jv)-v-:^^jur^ /]^M^mii.u g) ©thf^?^ (i 

0 ml)}c:jjf^>(DTHF^M(lM, 16 ml) $:^?&TliT ISr^j^M^^^. ^S-X^l^ 




[^67] 




10 1 
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# 
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m 



[0 17 8] 

^^ms 9 

[ffc6 8] 



4-tf >'air.iJ;i/:j{y;U3j<>^ (2.184g) ®THF (30ml) ^?gtlC^?^T> ^r^SriJ-U 
;i/^^DUK (1.2ml) feJ:t]fDMF (0,04ml) $:Jn^fco iRlSI«E5:^m"e30:9- 
^m#^|g*!Sbi'^o J^S$:THF (15ml) ^C|§*^b, 7^J&#^>l^;i/ (1. 

512g) b U-C^;i/r^ > (2.1ml) CDTHF (30ml) ^MtC 0 TC TMT b]to 0 X: 
T'30:8'^m#^. HlJ5l«K:iO%i7:i:>^7K^?gL^in;^, i^m:n5^;i/T'ttffiL7^c 

:3i^;v:3i-'^}\,X'm^V. mm^t^i^ (2.179g) 
jH.^. : 247-25rc. 

[0 17 9] 
##M4 0 

4-(4-if 7ainu;i/5J7;i/3j<~;i/r^ y)^A^M 
[^te 9] 





10 2 



ailiE# 2000-3085459 



#2000—126272 



4-(4-tr73i::iU;i/:*;i/d?-/l/T^ (1.998g) CDTHF (60b1 

) (20mi) (Dm^mmizimm^ti- h V ^ j^ys^mm (smi) ^ 

}&0x., ^M*T?i8^^^^L;to Rmmizimm domi) ^i^^. mm:j^^)vi:'m 

nm^t^m (i.yeog) ^mit, 

m.^. : >3 2 0*C. 

%MR(DMSO-dg); 6 :7.37-7.57 (3H,in), 7.77 (2H,d), 7.85 (2H,d), 7.95 
(4fl,s), 8.08 (2H,d), 10.56 (lH,s) 
[01 80] 
##M4 1 

[YbTO] 




2-[(N,N-i;^5^;i/T^y)^5^;b]-6-t Kn:2|r^7^h^y Xl.5 g), 4-— hn 
^Zyi;^/l7A^n-}li3.35 g), h U :7ai::i;i/;JxX:7W X5.74 g)®THF^M(15 > 
1){C, Tl/>:^:*;i/3jf>^i;?x^>n/(40%h;i/3i>^M, 9.53 g)S:^^T'MTb, 2 

'^^'9•»S:igT. ^M^fc-^#(1.29 g)$:#fc, 
ift,^,: 83-89'C. 

[0 18 1] 
##M4 2 

[^fc7 1] 




10 3 



ajiE# 2000-3085459 



i|t2000— 126272 





2-[(N,N-i>'^^;i/T^ /)^^>'i/]-6-(4-- hn^>i;?;i/:2h^i>)7^ U >(i. 

91 g)®THF^M(12 ml){C. ^?^Ti^^(6 mD^in^T^^, MI&|&5fC (3.67 g) 

Mx.. ewmmwLt^io i^f^m^^Mh. ?,m^mmht^. m-^izmmmitjv^ 

4: l)l?3S|gL> ^^Mffc-^i^(1.05 

4¥m^n^' VnMR (CDCI3) 6 : 1.18-1. 50 (IH, m) , 1.70-2.50(5H, m) , 2.24( 
6H, s), 2.72-2.86(3H, m) , 3.68(2H, brs) , 4.88(2H, s) , 6,58-6. 82(4H, m) , 
6.99(1H, s), 7.14-7.30(2H, 

[0 18 2] 
##M4 3 

4- T— U J i}JVM~Jl^M^m:^'^JV 
lit 7 2} 



4-^ h^iy:^;V:^—JV^Mmm(5A0 mg), T~';>(0.27 ml). WSC(863 mg) 

> fe<fcafhy:i:^;i/T^>(o.84 mi)$:THF(2o ml) fcifnx.fc„ MiSm$:^?a-e2o 

:7K{c:^l-t, g^^:n^;i.-THF(l:l)7?Mmbfep ^tiMSrxK, Mj^M 
A'-^^^-y-VT'SJ^SL, MM^b-^#f(659 iiig)$:#7t„ 

: 189-190 "C. 
[0 18 3] 
##M4 4 

4 - T - U >^ 5?7>n/7jfn7l/^S#^ 




10 4 



aiSE# 2000-3085459 




#2000—12 6272 




Ut:7.3] 



o 



oh 




OH 



4-r—U 7:^7 (511 mg)(D:^ J -jvas ml)-THF(6 
mD^mtC, 8 mol h U ^ A7K^?K(8 ml) $:iDx., b 7t 

o ^iS^Mlci mol mm^ta:^. pH=5K:L7^^. Bf^ai^;i/-THF(i:i)-eiAffiL 

: 305-307 r. 
[0 18 4] 
#^M4 5 

4-(2-/<>!/[b] :7^-;i/)^S#^ 
7 4 ] 



4-:/n^^SS^a:f^;i/(2.3 g)<^) h;i'n:X40 ml) -ni^ y — ;i/(io mi)^?^ 
ic, ^>^y:7^n;i.-2-7Kn>^(2.l g). 5^ h U >'ai-;i/;fx>;:7-Y 

i;'i7A(2oo mg), ^j:tjf2M ^^:^^y i^i,7K^M^in;t> T)vd[>mmM.r. 8 

0 r;T'5^^3g^S$-&fc„ MlS?gS::!KT'#3giL. i^mx^;VT?»flj Lfe. 

mm^^mm^. >t^>^-;i/ao mi)-THF(io mi){c^«gL;^„ m^^n^i^miz 

. ^MT% 8 mol 7i^mit±hV^A^mmi8 mOSr^If^, 2^^M^L;fec 

^Mtci mol ^m^Mk.xmmzLt^^. mm:i^^jv-TEF(i:i)xt^mvr^o m 
mwh. umit^m {2.272 e)%:mt=.. 

: 292 - 294 1C. 




10 5 
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[0 18 5] 



##^4 6 



lit7 5] 



o 




OH 



: 300-301 TC. 

[0186]. 
##M4 7 

>-5-^;i/]T"fe bT^ K 
[fl:7 6] 



5-T-fe hr^ > (2.5g, 13.2mmol) IC S^'^ ^;V7}>;i' AT ^ F^^^' 

;i^;i/Ti2^-;i/^SDx., ioox:'T?3. s^is^^bT^^, ^MJc^-ei^SPb 

feo *fffibfc5|fi^mi^$:m«)ffl^Mx^;i/-e?5fettLT, ^M^fc-^i^ (2.73g) 



s), 7.52 (2H, m), 7.86 (IH, s) , 10.16 (IH, s) . 
##M4 8 




H NMR (DMSO-dg) 6 : 2.08 (3H, s) , 3.13 (6H, s) , 3.87 (2fl, s) , 7.31 (IH, 



10 6 



aiitE# 2000-3085459 
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lit! Ill 



O 

HjC-^fj 




N-CH3 
H3C 



7 T ?^feN- [2- [(E)-(s;^ 5^;br ^ ) u '7^y]-i-^ - ^)/-z 

H FD-lH->r>7^>-5->f Ti2 ^ F (2.70g, 12.3mmol) i:10% /t^S^'^i? 
(0.3g) (60ml) iiBt^ (6ml) M^mmKM^. tI^B 

#a^T^cev^T4 o-c-ei HiSig^L/Tt^, am^mmr^^^ 
i^fco MjES:?g[ici (15ml) $:anA, mm:j^^j\yX'mwvtc^. mmitjv 

•Th^^7>f- mmmmimm:i^^j\^) K.^vmmhr. mmit^m (48.9mg 

) $:#fco 

NMR (CDCI3) 6 : 2.15 (3H, s) , 2.25 (6H, s) , 2.28 (2H, m) , 2.61 (3H, m 
), 3.02 (2H, m), 7.11 (2H, m) , 7.26 (IH, s) , 7.39 (IH, s). 

[0 18 7] 
##M4 9 

N-[6-[(E)-(^:;^^;i/T^ )^^u 5^>]-5-:t=3r y-6,7, 8,9-5=- h^t: Fn-5H 
-^y^J [^]iy^u ^ >-2->f ;v] r -fe F T ^ F 
[fl:7 8] 




N-(5-:t=¥y-6,7,8,9-"5^ F^l; Fn-5H-/<>V[a] t/ ^ U^':f7^y-2-4 )v)r 



^H-NMR (00013) 6: 1.78-1.90 (2H, ■) , 2.17 (3H, s) , 2.34 (2H, t, J = 6.6 
Hz), 2.74 (2H, t, J = 6.8 Hz), 3.11 (6H, s) , 7.21 (IH, d, J = 8.1 Hz), 

107 ffi|E#2 0 O 0 - 3 0 8 5 4 5 9 



000—126272 




7.48-7.63 (3H, m) , 7.73 (IH, s) . 

: 177-180t: {mmitmm mm:^^)V- V:r.^A^:^'-^)\y) 
5 0 



[fl:7 9] 



##M4 9 •e#0-[6-[(E)-(2?:jl^;i/T^ y);^5^U7^>]-5-:;r'^y-6,7,8,9 



^H-NMR (CDCI3) 6: 1.90-2.01 (2H, m) , 2.22 (6H, s) , 2.35 (2H, t, J = 6.3 
Hz), 2.72 (2H, t, J = 5.4 Hz), 2.91 (2H, s) , 3.7 (2H, br, NHg) . 6.28 (1 
H, s), 6.40-6.50 (2H, m) , 6.94 (IH, d, J = 7.8 Hz). 

[0 18 8] 
##M 5 1 

6- [iV:^ ^n^TK J ) % -6,7,8,9-5^ h ^ t: Kl3-5H-'<> [a] S/^ □ y\:f 
lit 8 0 ] 



#%M5 0'Vm^8-[ii^:^^;vr^ y)^^;i/]-6,7-2^'tl K n -5fl-^ > ^ [a] S/ 
^H-NMR (CDCI3) 6 : 1.30-1.63 (3H, m) , 1.65-2.22 (lOH, m) , 2.44-2.80 (4H, 




-5^ b ^ t Kn-5H-^> y [a] t 



7^>-2— f;i/] T-fe hT^ KSrffiVAT. M 




m), 3.5 (2H, br, NHg), 6.35-6.48 (2H, m) , 6.92 (IH, d, J = 7.8 Hz). 



10 8 



ajH^ 2000-3085459 
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##M 5 2 

[^b 8 1 ] 




1) mMm4. 1(D1) T'#fc6-T1Z hT^ F-2-(N,N-^:;?^^;i/r^ >^ 
7^»-l-5^h^n> (11 s)t\^^Vt^> (100 mO^^-^^S:, 24l©ISiIIII6M?SS 

^5=-U7^»-l-7^h^O> (7 g)$:^M^&l^5^i:Lr#feo 

2) JhlHl) -r^ifeie-T-fe hr^ K-2-(l-tr'<U ^l>5='»-l-5^b 
^D>S:MV>T, 1®2) ^i|^:^ODfl#S:fT^ri:lCJ:»;, Mft-^i^ 

% NMR (CDCI3) 6 : 1.44-1.57 (6H, m) , 2.25-2.34 (6H, m) , 2.72 (2H, t, J= 
8.0 Hz), 2.98 (2H, s) , 3.59 (2H, s) , 6.23 (IH, s) , 6.45-6.47 (2H, ■) , 6. 
81 (IH, d, J=8.7 Hz). 
[0 18 9] 

##M 5 3 

6-il-\^^V i^:=-;i/^^;i/)-5,6,7,8-7^ h^H Kn-2-:h7tJ? U>T^ > 
[fbS 2] 




##M5 2-e=^fc6-(l-tr/<y S^':i;V;»l^;i/)-7,8-$^t: F^-2-:^7 ^ i/>r ^ 

h NMR (CXI3) 8 : 1.25-2.82 (19H, m) , 3.36 (2H, bs) , 6.44-6.49 (2H, m) , 
6.88 (IH, d, J=8.1 Hz). 
##M 5 4 

10 9 2000-3085459 
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[^b 8 3 ] 

H NMR (CDCI3) 8 : 1.76-1.80 (4H, m) , 2.30 (2H, t , J = 7.8 Hz), 2.47- 
2.49 (4fl, m), 2.74 (2H, t, J = 7.8 Hz), 3.13 (2H, s) , 3.59 (2H, brs) , 
6.28 (IH, s), 6.45-6.47 (2H, m) , 6.82 (IH, d, J = 8.6Hz). 
[0 19 0] 

##M5 5 



##M5 4 -e^^e-Cl-tf n U i?n;i/;>i5^;i/)-7,8-s;?fc: Kn-2-^:7^ 1^>T^ 

NMR (CDCI3) 8: 1.45-1.90 (lH,m), 1.55-2.80 (16H, m) , 3.48 (2H, brs 
), 6.44 (IH, s), 6.47 (2H, d, J = 8.1 Hz), 6.88 (2fl, d, J = 8.1 Hz). 
##M5 6 

4'_^PQ_N_[6-(^nn:>t5^;i/)-7,8-i;i:: \^u-2-^y it \y=.M [l,l'-tf"7a: 

-;i/]-4-:ij>fl//K=^-9-^ F 
Ut8 5] 
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mmm^ i -e^fe4'-iJ?Dn-N-[6-[(i;?7t^>«/T^ /)>t^;i/]-7,8-s;t: Fn-2 
[l,l*-i^:7ain;i/]-4-:^7;i/3K^r-9-^ K (750mg)®5^ h ^ t: Fn :? 
{30 -78t:7? l-tJ'nn^:^;!/ ^ a □/J>;i/;?l- h (0.23 ml)S: 

-T-h^ti Ku y t7:y-»-^i^if:/)&ve)j f i&a-fi:L - cjfeMf&-^^ (600 mg)fe 

m.^,: 179-181 X: im^itmm: T^h^ll Kn7^>-n-/^^-9-» 

[0 19 1] 
##155 5 7 

6-(4-^;P/jNy r:;i/^5^;i/)-5,6,7,8-7^h^ti F^-2-:^:7^ U'^T^^ 
[-fb 8 6 ] 

|ligM4 1®1) T'=^7^6-T-lr hT^ K-2-(N,N-^:;?^^;i/T^ ^^u^>)- 

NMR (CDCI3) 6: 1.22-1.41 (IH, m) , 1.80-1.82 (2H, ■) , 2.22-2.34 (lOH, 
m), 3.50 (2H, s) , 3.69-3.72 (IH, m) , 6.40 (IH, s) , 6.44 (IH, d, J = 8.1 
Hz), 6.85 (IH, d, J = 8.1 Hz). 
##M5 8 

N-[6-(^^nD>i5^;i/)-7,8-s;?ti ]^u-2-f-y ^ u -i^y 3i—;v]-4-iu 



Ut87] 




IIJfeM4 7-e#feN-[6-[(2;?^^>n/T^ y )>i^;H-7,8->:^t \^n-2-ryitu 

111 miE# 2000-3085459 
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mA: 163-165 -C (MS>ffc^^ : 5^ h ^ fc: Fn :7^>-n-/\d^-l^» 
CO 1 9 2] 
5 9 



[^b 8 8 ] 




VnMR (CDCI3) 8: 2.20 (6H, s) , 2.94 (2H, s) , 3.66 (2H, brs) , 4.71 ( 
2H, s), 6.16-6.21 (2H, n) , 6.76 (IH, d, J = 7.8 Hz). 
[0 19 3] 

N- [2-(N,N-i;^^;i/T^y)^5^;i/-6-7^N^U^;i/]- (4'-;?t h=^t/tf73i 
[-fb 8 9 ] 




6 -T ^ y -2- (N,N-S?:>1 ^;i/T ^ 7 ) ^ h ^ U >(0. 139g) J: ?^4- (4-;* 

b^i/>'3in;i/)^S#^(0.118g)<DDMF^M (3ml) {c, 2M HOBtODMFMM (0.2 
Sml) , 2M WSCDCDDMF^M (0.30ml) , hyi.^;i.T^> (0.14ml) ^j;t;DMAP 
(0.132&) S:Jn^fc„ M^S:MS:^MT'12^IS«^Lfe^. lOX^^^tj y 1^7 A;?KI§ 

112 miE# 2000-3085459 
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m.^, : 170-175X:. 
[0 19 4] 

■mm^ 

4-^ > y >r ;i/-N- [2- (n ,n-s; :^^ji7 ^ j):^ 6 h ^ u ^>xr 
[fb 9 0 ] 



: 193-196^ (Sig^^^ : S^^3i5^;b-^:^-9-» . 

N- [2-(N,H-e?;>C ^;i/r ^ >^ ) ^;i/-6-7^ h ^ U — -4-(l,3-^:r^y-l,3-^' 
t: Kn-2H->f y>r> K-;i/-2->f Xr^ K 

Hfc9 1] 



illj^, : 235-240TC CP :r.^?VJi-y=-;V'^^mm . 
[0 19 5] 

4 - ('<>v'^>r;i/T^ -N- [2- (N, n-s?:ji^;i/T^ 




o 
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[ft 9 2] 




O 



,JOCr: 




A^r^ J^Ms^m(121 ag), WSCD(0.13 ml), H0Bt(92 ng), h U 
T^X0.14 ml), j:t)fDMAP(61 mg) $:DMF(4 ml)lC*DX.:to ;5i;5?g[?:^MT'ig 

feffij^S^'N^1?->T'gfe?^b, M-fb-^i^dSl mg)S:#;fe„ 
: 241-242 "C . 

[0 19 6] 



4- (^>S;;i/:r^2/) -N- [2- (N, N - $;>l^;i/r ^ 7 ) ;i^;i/-6 
[fb9 3] 



: 135-136 X: 

mmme 

N- [2- (N, N-s;?>i^;i/T^ y ) 6 -T^h^U— -9->r 

y - 9e- 7 1/ > - 2 - ^ K 
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[ffc9 4] 




Q 



O 



H 



,xxr: 



CH3 



m.^. : 224-226 ^C. 
[0 19 7] 

mmmi 

N- [2- (N, N-2/'^^;i/T^ 6 -T^h^U— -9,10,1 

0- h y:t=^y-9,l0-i/^b: Kn-lOl^-^:t^-b->7^>-3-:!ij;i/3K^-9-^ K 
[^b9 5] 



: 222-223 X^i-^M). 

mmms 

a-T=-V J iJJly:i^—/l) T^y-N- [2- (N, N - ^;i/r ^ 7 ) 
[ffc9 6] 




o 




: 216-217 X:i^m). 
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[0 19 8] 

N- [2- (N, N-V:^^}V7^ J) 6-7^h^y— -4-7 
[-fl:9 7] 



ilfej^: 137-139 -C. 

mmmi o 

N^- [2- (N, N-s;?>i5^;i/T^ y) 6 -n'^- 

[^9 8] 



86^: 238-240 X^^M) . 
[0 19 9] 

IIJ6M1 1 

(4'-3i5^;i/if:7a:n ;i/-4->f ;i/ ) - N- [2- (N , N- ^ ;i/ r ^ >^ ) ^ ;i/-6-7^ 
[^9 9] 






116 



ajSEi^ 2000-3085459 



^2 000—126272 



ill,^, : 137-138 TC. 

mmmi 2 

(4'-irODl:f7x— ;b-4-f -N- [2- j/L'f'/ir ^ J ) :^^Jl-6- 

h ? U - iijA^^^i)- % K ^ 

[-ft: 1 0 0 ] 




: 187-189 

[0 2 0 0] 

^JSM 1 3 

(4'-Ti25^;i/T^ y If 7-c:^;i/-4-^;i/) -N- [2- (N,N-S?:?l ^;i/T ^ 7 
[-ffc 1 0 1 ] 




m.^. : 183-186 r . 

mmmi 4 

4- (l,3-/<>V^i;;r^V->n/-5--f;i/) -N-[2-(N,N-$^:>l^;i/T^ y 
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[^fc 1 0 2 ] 




: 174-176 TC. 
[020 1] 

^-N- [6- [(N,N-s^':i ^;pr ^ -5,6,7,8-5^ b^fc: Ka-2-f-:7 

[^l: 1 0 3 ] 



ife.^. : 141-143 (ijfett^gl : n-/\:^-9-» 

3' ,4* -S;? nn-N-[6-[(N,N-S;:*^;i/T^ -5,6,7,8-^ b^t: Kn- 

2-^:7 3? U—M [1,1' 3i=:.M-4-i^jV^^V-^ F 
[-flS 1 0 4 ] 



IIJfeMl51?#^4-^D ^-N- [6- [(N,N-S;;i 5^;i/T ^ 7 )^ -5,6,7,8-5^ h 
Kn-2-^7^ V— 'OXT^ K (400 mg, 1.03 mmol) , 3, A-i^^UU 
Z7 3LZl}UJ^Uym (50wt% THF-HgO^tgt, 0.473 ml, 1.24 mmol) , ZNMM^ 
hV^2^:i<imWL (1.03 ml, 2.07 mmol) S: h :3pi/-Q>jr >50iiiUc^fi?b, h 
h U 7x^;i//J>:^7'f (35.8 mg, 0.031 mmol) 




a 



CI 
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T»iSL, n-^^-^2y'vm^it^&:r.tnz2:*)mmit'^m (204 mg) 
ti^xm^o 

^H-NMR (CDCI3) 6: 1.41 (IH, m) , 1.95 (2H, m) , 2.26 (6H, s) , 2.26-2.45 ( 
3H, m), 2.83-2.99 (3fl, m) , 7.10 (IH, d, J=8.1 Hz), 7.26-7.77 (8B, a), 7. 
94 (2H, d, J=8.4 Hz). 
T^^^^fli C2gH26Cl2N20 • 0.1H20i: bT 

tf#M:C, 68.60; H, 5.80; N, 6.15. 

M^W.'- C, 68.42; H, 5.60; N, 5.92. 

iiij^.: 143-145 n imBitmmzmm:^^ji-^^-^y} 

[0 2 0 2] 

N-[6-[(N,N-i;;i5^;i/T^ y):?^^;i/]-5,6,7,8-7^ h^t: \^U-2-±y^ 
-A'-Z7 3i—A/[l,l'-if'y3i—M-4:-itJ/U:^^-^^ F mWl^ 
[^kl0 5] 




^ifeMi5i?#^4-:;fn=E-N- [6-[in,}i-P ^^jvy ^ j) :^^M -5,6,7,8-5^ h 

^ t Kn-2-±:7^ I/— ^>XT^ F (400 mg, 1.03 mmol), A-\^Z7 3l—)]/^ 
U>m (1.25 g, 1.25 mmol)S:MV\ ||Jfe#«I16i: I^^IC OT^S-ffc-^^fe® 7 U - 

^^^-^^^(35. 3 mg) S: B^m^ti bT#fe„ 

^H-NMR (DMSO-dg, ^7 V —^M) 8: 1.32 (IH, m) , 1.93 (2H, m) , 2.15 (6H, s 
), 2.15-2.36 (3H, m) , 2.74-2.94 (3H, m) , 7.05 (IH, d, J=8.4 Hz), 7.40-7. 
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55 (5H, m), 7.73-7.91 (8H, m) , 8.07 (2H, d, J=8.4 Hz), 10.14 (IH, s) . 
jbm^S^mm CggHggNgO • HCl • ZE^OL 

tf-^-lii: C, 72.10; H, 7.00; N, 5.25. 

IHS^'W: C, 71.81; H, 6.57; N, 5.08. 
mj^. 220 TC i^m) (^^'fb^^ : y -;\,-pau^A^m^^}l>) 

N-[6-[(N,N-s;;i^;i/T^ 7):jt^;i/]-5,6,7,8-7^h^fc: K^-2-:^:7:5^ U-M 

Ut 10 6] 




llifeMl5-e#;t4->^n^-N-[6-[(N,N-$;^^;i/T^ >')^5^;i/]-5,6,7,8-5" h 
\^U-2-rZ7^ l/-M^>XT^ K (250 mg, 0.645 «mol) 2-:>t h^t/y 
ai~;i/3Kn>^ (118 mg,0.775 mmol)$:mv\ ||JgMl6i: ll^CD^M-^^Mfl:-^- 
igK208 iiig)S:ei&t&5|5ilbT#fcc 

^H-NMR (CDCI3) 6: 1.42 (IH, m) , 1.96 (2H, m) , 2.23 (6H, s) , 2.23-2.47 ( 
3H, a), 2.85 (3H, ■), 3.83 (3H, s) , 7.05 (3H, m) , 7.34 (3H, m) , 7.47 (IH 
, s), 7.64 (2H, d, J=8.4 Hz), 7.79 (IH, s), 7.90 (2H, d, J=8.4 Hz). 

jxim'^^m C27H3QN2O2 • 0 . 1H2O ^ b T 

tYM-W.: C, 77.89; H, 7.31; N, 6.73. 
M^U: C, 77.86; H, 7.18; N, 6.79. 

mM : 155-157 Tc cm^^mm : mm:i^^)iy-^^^y} 

[0 2 0 3] 

N- [6- [(N,N-2;^^;i/T ^ y);*5^;i/] -5,6,7,8-7^ b^t: Kn-2-:^>^^5f 
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Mb 1 0 7 ] 




— ^^Ml5T#;^4-'rn^-N-[fi-[(N,N-s?jt^;i>y y)y . ^>>i/] - 5,6,7,8 7- h 
Kn-2-:^7i? I/— ;i/]^>XT^ K (250 mg, 0.645 mmol), 4-fcl Kn^i/ 
7ain;i/dfn>m (107 ng, 0.775 mmol) HSgMlB^ I^^CD^^^-^M 

-ffc-^^ (117 mg)$:afe«&*i: LT#7^o 

^H-NMR (DMSO-dg) 6: 1.36 (IH, m) , 1.89 (2B, m) , 2.15 (6H, s) , 2.15-2.35 
(3H, m), 2.77 (3H, m) , 6.88 (2H, d, J=8.4 Hz), 7.02 (IH, d, J=8.4 Hz), 

7.48 (IH, d, J=8.4 Hz), 7.53 (IH, s) , 7.59 (2H, d, J=8.4 Hz), 7.73 (2H, 

d, J=8.4 Hz), 8.00 (2H, d, J=8.4 Hz), 10.07 (IH, s) . 

Tn^^^-fii C2gH27N202Na • 0 . 2H2O b T 
tiM-W. : C, 73.29; H, 6.48: N, 6.59. 
lll^ffl:C, 73.25; H, 6.18; N, 6.36. 

m.^. : 246-248 1C (.mB^mm : mm:^^JV- P^i^JU-L^y^-jvy 

N- [6- [(N,N-S?;i ^;i/T ^ y ) ^ -5,6,7,8-5^ h ^ t K n-2-^7 U-M 

-4' - jJn ;b ^ ;i/ [1 , 1 • - bf 7 ai :r. -4-5?7 Jjf i^- ^ F 
[-ffc; 1 0 8 ] 




^JgMl5l?#:fc4-:;fn^-N-[6-[(N,N-S^^^^;i/T^ y)^^;i/]-5,6,7,8-^ h 
Kn-2-^:7 ^ I/- XT ^ K (250 -g, 0.645 mmol), 4-/i> ;i/ ^ A- :7 

x~;i//Kn>^ (145 mg, 0.968 mmi) v^, mmmi6tmm(o:^m'^mmit-^ 
%(205 mg)^ei^m^iivxmr:^o 

h-MR (CDCI3) 8 :1.41 (IH, ■) , 1.95 (2H, m), 2.26 (6H, s) , 2.26-2.42 ( 
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3H, m), 2.85-2.94 (3H, m) , 7.09 (2H, d, J=8.1 Hz), 7.32 (IH, d, J=8.4 Hz 
), 7.47 (IH, m), 7.63-7.94 (3H, m) , 7.87-7.99 (4H, m) , 8.13 (IH, s) , 10. 
11 (IH, s). 

TbM^^W. CgyHggNgOg • 0 . 2H2O b T 

— C, 77.98 ; H, 6.88 ; N, 0.73. 

C, 77.89; H, 6.75; N, 6.71. 
mA : 130-132 "C Cm^it^m : Sf^^n^^/I/- S^X^;i/a:-5^;i/) 

[0 204] 
^i6M21 

N-[6-[(N,N-i?:?l5^;i/7^ y')>l^;i/]-5,6,7,8-5^h^ll K^-2-:^:7 ^ ly- ;v] 
-4'-(t: Kn=¥2/;*^;i/) [i,i*-tr:7aix;i/]-4-:^7;i//K^-9-^ K 
[>fb 1 0 9 ] 



^JfeM20-e^feN- [6- [(N,N-^':jI ^/l/T ^ y):?^^;^] -5,6,7,8-5^ h^t Kn-2 
-:^:7^5r l^— ;i/]-4'-/i^;i/^>n/[i,i'-bf7x— ;i/]-4-5tjA';i?dpi^-^ K (100 mg, 0. 

242 mmol) h^tl KO :7^>-:)l ^ / -;i/(l:l)^?g (2.4 ml)lzmMV. Ti^ . 

m^t^^mi-h V ^J^ (18.3 mg, 0.485 mmol) ^M^. 2.mmMWV-^o Kf^- 

(86 mg) ^^^n^nhxmr^o 

h-MR (CDCI3) 6: 1.39 (IH, m) , 1.94 (2H, m) , 2.25 (6H, s) , 2.25-2.44 ( 
3H, m), 2.82-2.95 (3H, m) , 4.78 (2H, s) , 7.07 (IH, d, J=8.4 Hz), 7.31 (1 
H, d, J=8.4 Hz), 7.38-7.56 (4H, m) , 7.64-7.70 (3H, m) , 7.85 (IH, s) , 7.9 
3 (2H, d, J=8.4 Hz). 
jtm^^W. C27H3QN2O2 • 0 . 2H2O HVX 
tMt# : C, 77.56; H, 7.33; N, 6.70. 




OH 
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MMkU : C, 77.53; H, 7.27; N, 6.55. 
m.^. : 138-139 r if^^^mm : Bf^x5^;i/- >:;n:^;i/X-7^;i/) 

mmm22 

N-[6-[(N,N-i;;A^;i/T^ y)^^;i/]-5,6,7,8-7^ h^ll Kn-2-:^:7 I/— 

'i'-zfu tf;i>[i,i' - t^7 3i^;i/3"4-?ij;i>iKi r -»^ K 

[-ft: 1 1 0 ] 




N-[(6-r ^ 7-1,2,3,4-5^ h^t Kn-2-:h:7^ :jt -N,N-i;;< 

(102 mg,0.499 miiol), 4-(4-:/D tr;i/)^Ji»#^ (144 mg, 0.599 mmol) 

Mv^ HiiMi i:l^^®;^^i?^mffc^ife(i58 mg)^&^m^iiVxmt:L„ 

h-MR (CDCI3) S: 0.98 (3H, t, J=7.5 Hz), 1.40 (IH, m) , 1.69 (2H, m) , 1 
.94 (2H, m), 2.25 (6H, s) , 2.25-2.45 (3H, m) , 2.64 (2H, t, J=7.5 Hz), 2. 
85 (3H, m), 7.08 (IH, d, J=7.8 Hz), 7.26 (3H, m) , 7.46 (IH, s) , 7.54 (2H 
, d, J=8.1 Hz), 7.67 (2H, d, J=8.1 Hz), 7.81 (IH, s) , 7.91 (2H, d, J=8.4 
Hz). 

jxim^^m CggHg^NgOi: L/T 

C, 81.65; H, 8.03; N, 6.57. 
: C, 81.30; H, 7.94; N, 6.40. 

: 186-188 r; im^it^m : »^x^;v-$;x5^;vx--x;i/) 

[0 2 0 5] 

A-^u ^-2-^ u n-N- [6- [(N,N-S?:>i 5^;i/r ^ 7 ) -5,6,7,8-5^ h ^ t: K 

n -2--^ 7 1/ x;i/] /<> X r ^ F 
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N-[(G-r <V - 1,2,3,4-7 lO u Fp - 2 - >:7j? cr;i/] N,N ^J-J.syi 

(300 mg, 1.47 mmol). 4-:/n^-2-^^ O n^S#^ (415 mg, 1.76 nmol 

^H-NMR (CDCI3) 6:1.40 (IH, m) , 1.94 (2H, m) , 2.25 (6H, s) , 2.25-2.44 (3 
H, m), 2.94 (3H, m) , 7.08 (IH, d, J=8.4 Hz), 7.28 (IH, m) , 7.41 (IH, s) , 
7.50 (IH, m), 7.61 (2H, ■) , 7.81 (IH, s) . 
TiM^mm. C2oH22BrClN20i: bT 

tf^tf : C, 56.96; H, 5.26; N, 6.64. 

Il^ffl: C, 57.09; H, 5.37; N, 8.55. 
mM. : 130-132 r; (M^fb?^^ : g^^a:^;i/-^:^-t?-» 
^J6M24 

4-:/n^-N-[6-[(N,N-$^:*^;VT^ y)jjl^/l/]-5,6,7,8-7^h^li Ka-2-t-7 
^ lx'-;i/]-2-;i^;i/^>XT^ F 

[<b 1 1 2 ] ^ 

N-[(6-T^ 7-1,2,3,4-5^ h^n Kn-2-^:7^? I/— ;i'):jl^>n/]-N,N-$^;jl^;i/ 
(293 mg, 1.43 mmol), 4-^0 =E-2->l (370 mg, 1.72 moI 
)$:Mv>, ^igMi i:|el#®^'^i?^M^b'^%(4l8 mg) ^ e^^ii^^^i: bT#fco 
^H-NMR (CDCI3) 6: 1.40 (IH, m) , 2.04 (2H, m) , 2.25 (6H, s) , 2.25-2.40 ( 
3H, m), 2.46 (3H, s) , 2.88 (3H, m) , 7.07 (IH, d, J=7.8 Hz), 7.21-7.41 (6 
H, m). 

ytm^'iSxm. C2iH25BrN20t UT 

tflC^ii: C, 62.85; H, 6.28; N, 6.98. 

124 ai|Ii^2 0 0 0 - 3 0 8 5 4 5 9 
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M^M:C, 63.10; H, 6,11; N, 6.97. 
Sll.^ : 140-142 -C im^imm : 
[0 2 0 6] 

mmm25 

4-3^P^-N-[6-[(N,N-$?^^;i/y^ y):,t5^;i/]-5,6.7.8-^h^ll Kn-2-':h^ 
C-ffc 1 1 3 ] 




N-[(6-T^ >'-l,2,3,4-7=- h^H }^n-2-ry^ l^— ;i/)^^;i']-N,N-e/^;)l^;b 
(300 mg, 1.47 mmol). 4:-ZfU=e-3-:^^/l^M.^m (379 ii«,1.76 mmol) 

^H-NMR (CDClg) 6: 1.40 (IH, b) , 1.93 (2H, «) , 2.25 (6H, s) , 2.25-2.40 ( 
3H, m), 2.46 (3H, s) , 2.87 (3H, m) , 7.07 (IH, d, J=7.8 Hz), 7.29 (IH, m) 
, 7.40 (IH, s), 7.49 (IH, m) , 7.61 (IH, d, J=8.1 Hz), 7.72 (2H, s-like). 
Ttm^Q-^M CgiHggBrNgOi: LT 

WrMM : C, 62.85; H, 6.28; N, 6.98. 

^^U:C, 62.84; H, 6.05; N, 6.93. 
Mj^. : 154-155 "C m^^mM : WM:^^ JV- ^^if-y) 

mmm26 

3,4* -Pi/ U n-N- [6- [(N,N-e;?^ ^JVr^J):i. -5,6,7,8-7^ h ^ H Kn-2 
[-fbi 1 4] 




;l6M23-e#fe4-:/D ^-Z-i7 U n-N- [6- [(N,N-2;:jI ^;I/T ^ J):^^A/]-5,B, 

12 5 miE^ 2000-3085459 
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7,8-7^ h^t. \^U-2-i-y^ l/~;i']^>Xr^ K (250 mg, 0.607 mmol), 4:-^ 
UUy 3i=-A/:^Uym (114 mg, 0.729 mmol)$:MV>, ||J6Ml6i: 

mm^t^mazz ■g)S:a^«&5fc^LT#fco 

■'■H-NMR (CDCI3) 6:1.41 (IH, m) , 1.95 (2H, m) , 2.26 (6H, s) , 2.26-2.42 (3 
n, m). 2.85 on, m), 7.10 (IH, d, J-8.4 Hz), 7.81 (IH, m) , 7.48-7.6S (8H 
, m), 7.87 (IH, d, J=8.1 Hz). 

ft#^ii : C, 68.87; H, 5.78; N, 6.18. 

MM^U : C, 68.61; fl, 5.49; N, 6.10. 

: 177-179 1C (^S^b^^ : W^oi^A- t^:3i^)Vni-^JV'> 
[0 2 0 7] 

mmm27 

4*-^rnn-N-[6-[(N,N-e;;*5^;L'T^ y ) 5^ A] -5,6,7,8-5^ h ^ k: Kn-2-:^ 
y^i i/-;i/]-3->ii^A'[l,l'-tf7ai~;i/]-4-*AjK^iJ-^ K 
[flSl 1 5] 




mMmZAX'^fc 4-:/n^-N-[6-[(N,N-i;:jl^;i/T^ >^);i^;V] -5,6,7,8-7^ h 

^t: Kn-2-:^:7^ \y — M-2-yL^;V^yXrS. F (250 mg, 0.623 miaol). ^-^ 

nn^oi— ;i/3j?o>^ (ii7 mg, 0.747 nmoi)^m^\ MMMi6iim^(D:&mi^ 

^M^l:'^#f(129 mg)^^^m^il bT#fc„ 

^H-NMR (CDCI3) 6: 1.42 (IH, ■) , 1.96 (2H, m) , 2.37 (6H, s) , 2.37-2.47 ( 
3H, m), 2.56 (3H, s) , 2.90 (3H, m) , 7.08 (IH, d, J=8.1 Hz), 7.26 (IH, m) 
, 7.41 (6H, m), 7.53 (3H, m) . 
yim-^mm CgyHggClNgO-HgO^bX 
ttM-U-'C, 71.90; H, 6.93; N, 6.21. 

mmm:c, 71.92; h, 6.52; n, 5.92. 

: 163-165 x: (^^>fb^^ : i^^xf-;!/- s;x^;i/ai-5^;i/) 
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4' n D-N- [6- [(N,N-s;;t ^;i/T ^ -5,6,7,8-7^ h ^ 

['fbi 1 6] 




lli6M25-e#ife4->rn ^-N- [6- [(N,N-t;>l ^;i/T ^ y ) -5,6,7,8-5^ b 

Kn-2-:^7^ 1^— ;i/]-3-:*^>H/'^>XT^ K (250 mg, 0.623 mmol), 4-i7 
UUy :iL—JV:^Uym (117 mg, 0.747 mmol) V^, mMMieiimM(D:^^'V 

^H-NMR (CDCI3) 8: 1.41 (IH, m) , 1.95 (2H, m) , 2.26 (6H, s) , 2.24-2.42 ( 
3H, ■), 2.33 (3H, s) , 2.85 (3H, m) , 7.09 (IH, d, J=8.4 Hz), 7.26 (4H, m) 
, 7.43 (3H, m), 7.73 (3H, m) . 
Ttm^^M CgjHggClNgO • 0.2H20i: bT 
mUM'-C, 74.28; H, 6.79; N, 6.42. 
|ISiffi:C, 74.27; H, 6.73; N, 6.27. 

: 193-195 TC (jg^ib^^ : S^M:n5^;i/- 
[0 2 0 8] 

mmm29 

N- [6- [(N,N-J?;*^;i/T ^ ^ ) ;l -5,6,7,8-5^ h ^ b: Kn-2-:h:7 t$f I/— 
-4'-(M; >';i':tn^^;i/) [i,i'-tf:7air.;i/]-4-:iij;V/j?:3r-9-^ F 
C^b 1 1 7 ] 




IIJ6Ml5*^#?t4-:/D ^-N- [6- [(N,N-S^:^ ^;i/T ^ ^ ) :)l -5,6,7,8-5^ b 
KD-2-:^7^ I/— 71/] 'OXr ^ K (250 mg, 0.645 mmol). A-hV^JV^f- 

127 aiiE#2 0 0 O - 3 0 8 5 4 5 9 
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U:^^;\/y ai—JV:^Uym (147 mg, 0.775 mmol)$:MV>, mMmi6iim^(D:^ 

^H-NMR (CDClg) 8: 1.41 (IH, m) , 1.95 (2H, m) , 2.25 (6H, s) , 2.25-2.45 ( 
3H, m), 2.89 (3H, m) , 7.09 (IH, d, J=8.1 Hz), 7.31 (IH, d, J=8.1 Hz), 7. 
46 (IH, s), 7.70 (6H, m) , 7.80 (IH, m) , 7.96 (2H, d, J-8.4 Ha). 

tfB'fit:C, 71.66; H, 6.01; N, 6.19. 
HJ^ffi : C, 71.44; H, 6.05; N, 6.09. 
MM : 205-206 TC (^g-ffc^^ : VZfU If 

N- [6- [(N,N-e;ji ^>n/T ^ >'):>t^;i/] -5,6,7,8-5^ b^b: y^U-l-f-z^ 9 V—M 
-4-(3-lf y V—)\y)^ZyXr^ K 

[-fb 1 1 8 ] 




IIMMl5'T?#fe4-:^n^-N-[6-[(N,N-i;?:^^;i/T^ >^):*^;i/]-5,6,7,8-^ h 
^fcl Kn -2-^-37 3f XT ^ K (250 mg, 0.645 mmol), 2-(3-tr U 

)-l,3,2,-2;::r^-9-5KU-:^> (126 mg, 0.775 nlmol)5:^V^, iinU(D:fS 

mxmmit^m^i^^ ng) ^ Bm&^t. \.xmr=.. 

^H-NMR (CDCI3) 8: 1.41 (IH, m) , 1.95 (2H, ■) , 2.26 (6H, s) , 2.26-2.42 ( 
3H, ■), 2.85 (3H, m) , 7.09 (IH, d, J=7.8 Hz), 7.30-7.47 (3H, m) , 7.69 (2 
H, d, J=8.4 Hz), 7.86-7.99 (4H, m) , 8.64 (IH, m) , 8.87 (IH, m) . 
TCm-^^m. C25H27N3O • 0 . IHgO iLhX 

tf^-fii : C, 77.53; H, 7.08; N, 10.85. 

^Wl^ : C, 77.42; H, 7.05; N, 10.58. 
mA : 177-178 im^it^U : g^l?:n^;i/- V>( V tf ;i/X-^;i/) 
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[0 2 0 9] 

N- [6- [(N,N->:;^^;i/T ^ >')^^;i'] -5,6,7,8-5^ h^ti \:u-2-ry^ u—M 
-4'-[(h U7;i/:rnr-fe5^;i/)r^ [i,i'-if:7 3i-;i/]-4-:i;;i/jj?:^-9-^ F 
[ffci 1 0] 




mmmi^i^mt^A-zru ^-n- [s- [(n.n-j;?^ ^;i/T ^ 7 ) ^ -5,6,7,8-5^ b 

^11 'OXT^ F(1.00g,2.58mmol), A- h V -7 Jl:tU T 

hr^ K7ain;i/jKn:/^ (722 «g, 3.10 nmoosrmvv mMmi6t:mm<o:^m 

^H-NMR (CDCI3) 6:1.41 (IH, m) , 2.05 (2H, m) , 2.26 (6H, s) , 2.26-2.42 (3 
H, m), 2.89 (3H, m) , 7.09 (IH, d, J=8.4 Hz), 7.29 (2H, ■) , 7.46 (IH, s), 
7.69 (7H, m), 7.94 (2H, d, J=8.1 Hz). 

ft^M : C, 67.87; H, 5.70; N, 8.48. 
: C, 67.70; H, 5.53; N, 8.42. 
: 235-237 m^^mm : mm:r.^)\^-t^^ y tr>n/3i— 5^;i/) 

N-[6-[(N,N-$;^5^;i/T5 >^)^^;i']-5,6,7,8-5^ h^k: Fa -2-^ "7^ V—M 

-4'-(4,4->:^:jt^;i/-4,5-t;t. Fo-i,3->t-^-9-V-;i/-2->f ;i/) [i,v -i^-y a^—M 

Cffcl 2 0] 
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mMmi5-vm-^^--:^u ^-n- [e- [(n,n-s;?;a ^;i/T ^j):^ ^a] -5,6,7,8-7^ h 

^\lY:u-2-±y^\y—)]/]^yXr^ F (250 mg, 0.645 mnol), 4-(4, A-i^:A 
^;i/-4,5-i?ii Kn-i,3-:t^-b-y~;i/-2->f ;b):7ain;i/3j?n>^(i70 iBg, 0.775 

mmol)$:fliV\ ^SgMl6i:|^^(D;^^T'^M^b-^^(238 mg) S: LT# 

-fe, '■ 

^H-NMR (CDCI3) 6: 1.41 (7H, m) , 1.94 (2H, n) , 2.25 (6H, s) , 2.25-2.41 ( 
3H, ■), 2.84 (3H, m), 4.14 (2H, s) , 7.08 (IH, d, J=7.8 Hz), 7.30 (IH, m) 
, 7.46 (IH, s), 7.68 (5fl, m) , 7.94 (2H, d, J=8.4 Hz), 8.03 (2H, d, J=8.4 

Hz). 

JXlM^^U CgjHggNgOg ' 0 . 2H2O tLX 

tf-^M : C, 76.74; H, 7.35; N, 8.66. 
MMkU:C, 76.70; H, 7.19; N, 8,49. 
gftj^ : 185-187 1C im^itmm : i^M^^^l/- V^U If ;i/3i-7^;i/) 
[0 2 10] 

4'-T^ y-N-[6-[(N,N-i;ji^;i/T^ >^)^^;V]-5,6,7,8-5^h^t Fn-2-:h 
y^U=^M [l,r-tr:7ac:-;i/]-4-:«j;i/jK^i^^ K 
[fb 1 2 1 ] 



2-^:7^5? u—M-A'-iihV -7;i/^nT-fe5^;i/)T^ J] [i,i'-tf:7ai:n;v]-4-;!j 

>^3K^-9-^ K (850 mg, 1.72 mmol) ^:^9J-Ay (8ml) tv^ h^i^ \^Uy^ 

y (4 ■!) (Dm^mizmm^-^. iNyi^m^t-f-hv^i^ (3.4 mi) ^uax. 50 

685 mg) ^m^l^mUVrmt^. 

h-MR (CDC1«) 6: 1.31 (IH, m) , 1.89 (2H, m) , 2.15 (6H, s) , 2.15-2.34 ( 
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3H, m), 2.83 (3H, m) , 5.36 (2H, s) , 6.67 (2H, d, J=8.4 Hz), 7.03 (IH, d, 
J=8.1 Hz), 7.48 (4H, m) , 7.68 (2H, d, J=8.1 Hz), 7.96 (2H, d, J=8.4 Hz) 
, 10.02 (IH, s). 

Ttm^mm CggHggNgO • i . in^o nvx 

UW'B'C, 74.47; H, 7.50; 10.02. 

: C, 74.39; H, 7.41; N, 9.82. 

: 148-150 r; iM^it^m : ^ y -;i/-:?K) 



n-[6-[(n,n-j^^:ji^;i/T^ 7);>i^>n/]-5,6,7,8-7^h^K: Fn-2-^-:7^ i/=.M 
-4-(2-^3in;i/)/<>Xr^ K 

[fbl 2 2] 



IIMMi5-e#fe4-::f n ^-N- [6- [(N.N-e^:^ ^JlT^J):^ -^M -5,6,7,8-5^ h 
^\l\^U-2-f-'7^ Iz—M^yXr^ K (250 a*, 0.645 mmol), 2-^ n:::! 71/ /if 
U>m (99.1 mg, 0.775 mmol) V^, ||JfeMl6 1 H^®;^ife-e^Mffc-^%(70 

h-m (CDCI3) 6: 1-41 (IH, m), 1.94 (2H, m) , 2.25 (6H, s) , 2.25-2.45 ( 
3H, m), 2.89 (3H, m) , 7.11 (2H, n) , 7.29-7.45 (4H, o) , 7.71 (3H, m) , 7.8 
7 (2H, d, J=8.4 Hz). 
Ttm^^m C24H26N20Si:bT 

ttM-U'.C, 73.81; H, 6.71; N, 7.17. 

73.49; H, 6.59; N, 7.14. 
: 165-166 IC (^S^b^^ : Bf^^if^/I/- s;-f V^U If 5^;i/) 
[0 2 1 1 ] 

3i^JV 4'-[[[6-[(N,N-e;:jl^;i/T3 ^ ) :^ 5^ -5,6,7,8-^ b ^ ti K□-2-:^ 



JfeM34 
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[fb 1 2 3 ] 




IIJfeMl5-e#fe4->^n ^-N- [6- [(N,N-$;:jI ^;i/T ^ y ) :5l -5 ,6 ,7,8-7^ h 
^t: K^-2-:^:7a^ I/- XT ^ K (250 mg, 0.645 Bmol), 4-3ihdp2/p?j 
;I/5K-;1/-7ji— ;i/7Kn>^ (150 mg, 0.775 mmoi)$:MVN, HMMiBi: im=^OD:& 

h-m (CDCI3) S: 1.42 (4H, m) , 1.95 (2H, m) , 2.26 (6H, s) , 2.26-2.42 ( 
3H, m), 2.89 (3H, m) , 4.41 (2H, q, J=7.2 Hz), 7.09 (IH, d, J=8.4 Hz), 7. 
31 (IE, d, J=8.4 Hz), 7.47 (IH, s) , 7.70 (4H, m) , 7.80 (Ifl, s) , 7.96 (2H 
, d, J=8.4 Hz), 8.14 (2H, d, J=8.4 Hz). 
yim-B-mm CggHggNgOgaibT 

ff^^iirC, 76.29; H, 7.06; N, 6.14. 

MB.U:C, 76.25; H, 7.07; N, 6.09, 

: 156-158 "C m^imm : 1^^315^ ;i/ - S/^f 

N-[6-[(N,N-i;^-5^;i/T5 7)>^^>/V]-5,6,7,8-^h^li F^-2-:^ 
-4'-(^5^;i'X;i/7T-;i/) [l,r-tf:7ccn;i/]-4-7!j;i/jK=3p-9-^ F 
[-ft 1 2 4 ] 



lli6Ml5-e#fc4-^n ^-N- [6- [(N,N-S?>1 ^;i/T ^ 7 ) -5 ,6 ,7,8-7^ h 

}^n-2-±y^ \/ — )\/]KyXr^ K (500 mg, 1.29 mm 1). 4-^ "7 

3L=L)\,-^u>m. (260 mg, 1.55 mmol)s:fl|v^, mMmiQt.mu<D:f3mx^mit^ 
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«^ (360 mg) S: e ^t^^ b T # o 

^H-NMR (CDCI3) 6: 1.41 (IH, m) , 1.94 (2H, m) , 2.26 (6H, s) , 2.26-2.42 ( 



3H, m), 2.53 (3H, s) , 2.94 (3H, m) , 7.09 (IH, d, J=8.1 Hz), 7.29-7.36 (3 
H, m), 7.46 (IH, s) , 7.56 (2H, d, J=8.4 Hz), 7.67 (2H, d, J=8.1 Hz), 7.7 

8 (IH . b ) , 7.92 (2H, d , J=9.0 Hz). 

^m-^^M. C27H3QN2OS • 0 . 2H2O HLX 

tfWU : C, 74.69; H, 7.04; N, 6.45. 

IIS^ffi:C, 74.63; H, 7.03; N, 6.11. 
m.^. : 178-180 m^imm : f^ggo:^;!/- \;^u tr;i/x— x;i/) 

[0 2 12] 

4' -(N,N-2;>1 ^;i/T ^ y )-N- [6- [(N,N— f^;i/T ^J):fi^M-5 ,6,7,8-^ b 
[^bl 2 5] 



IIJgM33-e# 7^:4' -7^ J -N- [6-[0iyil-P )]/7 ^ J ) Jf^"^ M-5 ,6 ,7,8-^ h 

Kn-2-^:7 9 U'-;!/] [i,i'-i^:7ai~;i/]-4-55j;i/>K=^-9-^ K (iso mg, 0.37 

5 mmol) , A^3j%;i/i*T;i/^t F (45.1 mg, 1.50 mmol) (1 ml) 

(94.4 mg, 1.50 mmol) ^Mx. 4 ot^T'i sf^mm^vfzio Rmmizmm 
^tiLxntco 

^H-NMR (DMSO-dg) 6: 1.32 (IH, m) , 1.90 (2H, m), 2.15 (6H, s) , 2.15-2.35 
(3H, m), 2.77 (3H, m) , 2.97 (6H, s) , 6.82 (2H, d, J=8.4 Hz), 7.03 (IH, 
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d, J=8.4 Hz), 7.48 (IH, d, J=8.1 Hz), 7.53 (IH, s) , 7.63 (2H, d, J=8.7 H 
z), 7.74 (2H, d, J=7.8 Hz), 7.98 (2H, d, J=8.4 Hz), 10.04 (IH, s) . 
FARMS (pos) 428.2 [M+H]"^ 

: 212-213 TC (^Sfl:^^ : mm:^^Jl-P4VzfU\f/V:si-^;v) 

mmmss 

N-[6-[(N,N-$;jl5^;i/r^ y ):jI 5^ -5,6,7,8-7^ h^fc: F^-2-:^7^ U—M 
-4'-(:<5^;i/T^ y) [l,l'-if7jc-;i/]-4-*;i/3i?^i?-^ K 
litl 2 6] 



mmm3si:'mt^A' -r ^ / -n- [e- [ (n .n-t^ ^ t ^ y ) ^ -5 ,6 ,7,8-5^ h 

^il}^U-2-^Z7^U:^M [l,l'-lf ^]-4-:^J>«/4^df-!f ^ K (150 mg, 0.37 

5 miBol) , /t^/J>;i/AT;i/^l:l K (15.0 mg, 0.50 mmol), 2/T>^ Knta^J^ 
T^hy^^A (31.5 mg, 0.50 nmol) $:MV^, |ligM37il|^:^(Z):S^^-e*M^b-^i^ 

^H-NMR (DMSO-dg) 8: 1.32 (IH, a), 1.89 (2H, m) , 2.15 (6H, s) , 2.15-2.31 

(3H, n), 2.72 (7H, m) , 5.94 (IH, m) , 6.64 (2H, d, J=9.0 Hz), 7.03 (IE, 
d, J=8.7 Hz), 7.49 (4H, m) , 7.70 (IH, d, J=8.4 Hz), 7.97 (2H, d, J=8.4 H 
z), 10.02 (IH, s). 
FABMS(pos) 414,3 [M+H]"^ 

: 163-165 TC i^^^^m : mm:J^^JU- V>( V':fU tf;i/ac-5^/l/) 
[0 2 13] 

N-[6-[(N,N-J^';l^;i/T^ ^ ) ;l -5,6,7,8-5^ h ^ H Kn-2-:^7 ^ 
-4-(2-7U;i/)'OXr^ K 




H 
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lxzi;V]/OXT^ K (250 mg, 0.645 mmol), 2-y V JV^^U 
>m (86.7 mg, 0.775 mmol) V^, ^]^#!I16i: |SI^®:J^^T'^m<fc-^i© (67 m 

^H-NMR (DMSO-dg) 6: 1.40 (IH, m) , 1.94 (2H, b) , 2.25 (6H, s) , 2.25-2.45 

(3H, m), 2.88 (3H, m) , 7,08 (IH, d, J=8.1 Hz), 7.26 (4H, m) , 7.41 (IH, 
m), 7.60-7.74 (5H, m) . 
FABMS(pos) 375.2 [M+H]"^ 

4'-[[[6-[(n,N-s;:jI^>M/T^ >^);*^;i/]-5,6,7,8-5^ h^n Kn-2-^:7t5f 1/— 
MT^ j]itj;v^:z.M [i,i'-tf ;i/]-4-:*;i/3K>^ 



Utl 2 8] 




o 



mmm35xmrc:i^^}UA' - [ [ [e- [ (n , n- 2; ;i/ r ^ y ) 5^ -5 , e , 7 , 8-5^ h 

\^u-2-^ySx U—Mr^ J]i^}V^-M [i,r -\^-7 jL—M-A-itj^Vj^^^i/ 

U-h (100 mg, 0.219 mmol) ^JL^lJ -JV (3 ml) ^tK (0.5 ml) (DM^^WL 

izmmv. 1 T^Ti^m^t^ h u ^j^^^m (0.329 mi) sr^a-^fin;^, 9 o-ct- 5 
^mmi^Lt^o ^m^mBrm^v. ^t^^M^r^^iN^m (0.329 mi) :^tax 
xmwLtco mmLt^m^^m^mMVTiimL. mmit-^m (89 mg) ^j^^b 

^H-NMR (DMSO-dg) 8:1.34 (IH, m) , 1.91 (2H, m) , 2.24 (6H, s) , 2.24-2.30 
(3H, m), 2.81 (3H, m) , 7.05 (IE, d, J=8.4 Hz), 7.49 (IH, d, J=8.4 Hz), 7 
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.55 (IH, s), 7.89 (4H, m) , 8.07 (4H, m) , 10.18 (IH, s) . 
Ttim^mm CgyHggNgOg ♦ 2H2O HLX 

ff-^^gxC, 69.81; H, 6.94; N, 6,03, 

M^U'C, 69.57; H, 7.01; N, 5.93. 

mA : 143 r i^m) imm^mm : tK) 

[0 2 14] 
Ufcl2 9] 




1) :^mm^(D:Sm iS^^—f-Ji yt':f yir-i^=:-v^^^:^hV- 27, 70(196 

2) ) lC^oT-^^b:fe:6-T-fe hT^ K-l-5^h^n> (5.0 e, 0.0246 moDStD 

MFi/'3:^;i/T-fe^-;i/50mUc^^gbll0'C-e2^K^#bfeo ^m^^^r^mb 
, mm:r.^JV'V^^\^6-7'bhr^ F-2-(N ,N-i;^ ^;i/r ^ / U 5='»-l- 
^h^CI>(4.98 g)Srlt^&!^5^^ bT#fc„ 

^H-NMR (CDCI3) 8:2.19 (3H, s) , 2.79-2.83 (2H, m) , 2.88-2.92 (2H, m) , 3. 

11 (6H, s), 7.14-7.17 (IH, m) , 7.68 (IH, s) , 7.69 (IH, s) , 7.95 (IH, d, 
J=8.1Hz), 7.96 (Ifl, s). 

m.^. : 207-210 Tc i^^itmm : mm=^^/i) 

2) #e>tifc6-T-fe hr^ K-2-(N,N-s;>i^>»I/T^ 7 U 7=»-l-7^ h 
> (4.50 g, 0.0173 mol)^^^5f /-;K50 ml) {C^^ b ,^?^T7K^^b3jN 
VV^M. (6.56 g, 0.173 mol)$:*tl^. 2^raii#bfe, J^SE 

*llb. J^dStCT^h^H Kn7^>30ml,2N*|[M30mlS:ljn;tl6^r^inl?feSt5Sbfe„ 
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ifmai^;i/:n-/\:^ri^>=30:70) iZXmmi^. 6- [(N , N-i;;i^;i/T ^ 7 ) 
]-7,8-2;t:Fn-2-^7^ri/>r^> (1.60 g) §:M^«&^^#fi: Lr#fc„ 

^H-NMR (CXlg) 6:2.23 (6H, s) , 2.28 (2H, t, J=8.4Hz) , 2.74 (2H, t, J=8. 
4Hz), 2.95 (2H, s) , 3.57-3.72 (2H, m) , 6.25 (IH, s) , 6.46-6.48 (2H, m) , 
6.83 (IH, d, J=8.7Hz). 

3) m^nit6-KN,N-V:f>^JVr^J):^^?\^]-7,8-t^}i Kn-2-f-7t5? U>:r 
^> (1.00 g, 0.005 mol), 4-^ n n If :7ain;i/;ij;b3K>^(2.31 g, 0.01 mol) 
S:Mv^. IliiMl 2::l^il®:&;^T'^M^fc'a-%(1.12 g)^a^m^iLl^xm^o 
^H-NMR (CDGI3) 8:2.25 (6fl, s) , 2.34 (2H, t, J=7.8Hz) , 2.86 (2H, t, J=7. 
8Hz), 2.99 (2H, s) , 6.34 (IH, s) , 7.03 (IH, d, J=8.7H2), 7.39 (IH, d, J= 
8.1 Hz), 7.45 (2H, d,J=8.7), 7.48 (IH, s) , 7.56 (2H, d, J=8.4 Hz), 7.67 
(2H, d, J=8.4 Hz), 7.78 (IH, s) , 7.94 (2H, d, J=8.4 Hz). 

tf^-fflCC, 74.90; H, 6.04; N, 6.72. 

74.64; H, 6.14; N, 6.56. 
: 204-207 X: iMm^mm : mm:^^JV-n-y^^^» 
[0 2 15] 

4'->';i/:tD-N-[6-[(N,N-i/'^^;i/T^ J ) :^^;V]-7 ,8-^}:: ]^U-2-±'7^ 
U—M [l,r-if'7ai:^;i/]-4-?S7;i//K^-9-$ K 
[^fSl 3 0] 



mmm^KDZ) 7?#fc6-[(N,N-e;:?i^;i/r^ /):ji^>n/]-7,8-i?fc: K^-2-:^ 
-7^ U>T^> (936 mg, 4.62 mmol), A-y A/ytU \fy aL=.n/itj (1.00 

g. 4.62 wmoi)^m^\ mmmi t.mm(D:^mxmmit'^m(92o mg)^B^m^ 

h-MR (CXI3) 6:2.25 (6H, s) , 2.34 (2H, t, J=8.1Hz), 2.85 (2H, t, J=8. 
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IHz), 2.99 (2H, s), 6.34 (IH, s) , 7.02 (IH, d, J=8.1Hz), 7.13-7.19 (2H, 
■), 7.38-7.41 (IH, m), 7.48 (IH, s) , 7.56-7.61 (2H, m ), 7.65 (2H, d, J= 
8.4 Hz), 7.80 (IH, s) , 7.93 (2H, d, J=8.5Hz). 
Tbm^mm C26H25FN20i:bT 

ft^'fiirC, 77.97; H, 6.29; N, 6.99. 
HS^fiitC, 77.90; H, 6.23; N, 6.58. 

; 190-193 1C (UB^^m : »m:n^;v-n-/\^-9-» 
[0 2 16] 

4' _ ^ Q p _N- [2- [ ( ^ 5^ ;^ r ^ >/ ) ^ >n/] -2 , 3- t K n -lH->f > 7= 
)V] [l,r-tf >^3:->n/]-4-:^7;I/JiCdp■t^^ K 

Ut 13 1] 



CI 




->( MT^hrS, F (48.9Mg, 0.210«iBol) Izm^Wt (1ml) SriH^, 1 1 OTCl? 

h MR (DMSO-dg) 8: 2.16 (6H, s) , 2.22 (2H, d, J = 6.7 Hz), 2.61 (4H, m 
), 2.97 (IH, m), 7.15 (IH, d, J = 8.1 Hz), 7.47 (IH, d, J = 8.1 Hz), 7.5 
6 (2H, d, J = 8.4 Hz), 8.05 (2H, d, J = 8.4 Hz), 10.17 (IH, s) . 
FAB(pos) 405.1 [M+H]"^ 

: 192-194-0 m^it^M : mm:i^^n/-P>( y -^D tf ;i/n:-5^;i/) 

4'-^^no-N-[8-[(i;^5^;i/T^ y );*^;i/]-6,7-S;?H Kn-5H-/<>y[a] i/^r 

13 8 £iJliE# 2000-3085459 
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Utl 3 2] 




##M5 o-e#fe8-[(e;>t^>n/r^ y):*^;i/]-6,7-$;fc: Kn-sH-'Oy'Ea] 

H-mSi (CDCI3) 6: 1.96-2.10 (2H, m) , 2.25 (6H, s) , 2.39 (2H, t, J = 6.4 
Hz), 2.79-2.85 (2H, m), 2.96 (2H, s) , 6.40 (IH, s) , 7.15 (IH , d, J = 8 
,6H2), 7.40-7.52 (4H, m) , 7.56 (2H, d, J = 8.4Hz), 7.67 (2H, d, J = 8.1H 
z), 7.81 (IH, s), 7.94 (2H, d, J = 8.1 Hz). 

183-185X: (M^tmm mm:^'^)^- V:r.^ )\^:3L-^)\,) 

[0 2 17] 

mmm4. 5 

4'->';i/;rn-N-[6-[(i;?^^;i/T^ >')^^;i/]-6,7,8,9-7^h^tl Kn-5H-/<> 
y [a] ^>i7D^>^7^>- 2-'f;i/] [l,r-l^7ain;v]-4-:;t7;i//K^-9-^ F 
[f b 1 3 3 ] 




##M 5 1 l;#jt6-[(S;^^;i/T^ 7)^^;i/]-6,7,8,9-7^ h^H Kn-5H-/^ 

^H-NMR (CDCI3) 6 : 1.40-1.68 (3H, ■) , 1.85-2.20 (lOH, m) , 2.55-2.92 (4H, 
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m), 7,13-7.20 (3H ,in) , 7.35-7.43 (2H, m) , 7.56-7.67 (4H, m) , 7.77 (IH, 
s), 7.93 (2H, d, J=8.4 Hz). 

tt^-fit : C, 77.85; H, 7.02; N, 6.73. 
Hii^M : C, 78.18; H, 7.09; N, 6,74. 
iftj^ : 167-169t: (mm^mm : i^JL^A^:JL-v^J\y) 

mmm4 e 

4'-^nn- N-[6-[(^'^^;i/T^ y )^^>n/] -6,7,8,9-5^ h^t: Kn-5H-'<> 
y[a] i/iru^^y^zy- 2-f [lA'-^^y^i—M-A-:^)^:^^^-*)-^ K 
Ut:i3 4] 




#%M5 1 T#:^6-[(^:;^^;i/r ^ y);t^;i/]-6, 7,8,9-^ h^n Kn-5H-/< 

^H-NMR (CDCI3) 6 :1.40-1.67 (3H, m) , 1.85-2.20 (lOH, m) , 2.55-2.92 (4H, 
m), 7.15 (IH , d, J = 8.1 Hz), 7.35-7.46 (4H, m) , 7.56 (2H, d, J = 8.4 H 
z), 7.66 (2H, d, J = 8.1 Hz), 7.77 (Ifl, s) , 7.93 (2H, d, J = 8.4 Hz). 
5rim^mm CgyHggClNgOi: L/T 

tfMU : C, 74.90; H, 6.75; N, 6.47. 
: C, 74.77; H, 6.65; N, 6.43. 
ill,^, : 173-175T: im^^tmm : S^ni^;V:^'-y=-)V) 
[0 2 18] 

N-[6-[(s>';i^;i/T^ y)^5^;v]-7,8-^'h: Kn-2-^7^ [l,l'-tf7ai 

-;i/]-4-7!j;i/Ji<=¥-y-^ K 

14 0 ffiliE# 2000-3085459 




mmm^ 10)2) "e#^6-[(N,N-i;^5^;i/T^ /^)^^;i/]-7,8-^'fc: 

NMR (CDCI3) 6: 2.25 (6H, s) , 2.33 (2H, t, J = 5.4 Hz), 2.84 (2H, t, 
J = 5.4 Hz), 2.98 (2H, s) , 6.34 (IH, s) , 7.01 (IH, d, J = 7.8 Hz), 7.32- 
7.94 (12H, m). 

Tim^mm. C26H26N2O iii^r 

tfMW. : C, 81.64; H, 6.85; N, 7.32. 
im-fitiC, 81.65; H, 6.79; N, 6.91. 
m^.: 173-175 r immitmm: T^h^b: Fn:7^>-n-/\^-t?-» 

;i/]-4-:;tj;i/^^i?-^ K 

litl 3 6] 




^#M5 2"^#fe6-(l-tf^U$^— ;i/:3l-5^;i/)-7,8-s;n Kn-2-:h37 4t 1/>T^ 

h NMR (CDCI3) S: 1.46-1.59 (6H, m) , 2.31-2.36 (6H, m) , 2.84 (2H, t, J 
= 8.0 Hz), 3.02 (2H, s) , 6.34 (IH, s) , 7.02 (IH, d, J = 8.1 Hz), 7.37-7. 
50 (4H, m), 7.63 (2H, d, J = 6.9 Hz), 7.71 (2H, d, J = 8.1 Hz), 7.79 (IH 
, s), 7.94 (2H, d, J = 8.1 Hz). 
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illj^.: 156-158 °C (M^^fc^SE : 7^ h^t Kn :7^>-n-/\:^i?-» 
[0 2 19] 

mmm4: 9 

N-[6-[(i;^^;i'T^ 7 ):<^;i/]-7,8-s:/ti F^-2-:^:7^ iy—M-4'-hV yjv 

Hbl 3 7] 



limM4 1 ® 2) 7?#fc6-[(N,N-$;;<5^;i/T^ -7,8-2; 



5.1 Hz), 2.99 (2H, s) , 6.35 (IH, s) , 7.04 (IH, d, J = 8.4 Hz), 7.40 (IH, 
d, J = 3.3 Hz), 7.49 (IH, s) , 7.70-7.79 (6H, m) , 7.87 (2H, d, J = 8.4 H 
z). 

m.^.: 214-216 1C dSSflStS^ : W^X5^;i/- $;>r V ::^n tT^I/X-f^;!/) 

mmm^ o 

2'_>^nn-N-[6-[(e;?;^^;i/r$ 7)^^;i/]-7,8-2;?h: F^-2-:^:7^ [1 
,l'-t':7jcn;i/]-4-:j!j;i//jf^-9-^ F 
[fb 1 3 8 ] 



IIJgM4 1®2) t?^ife6-[(N,N-$;:ji^;i/T^ y);*^;i/]-7,8-s;?t Fn-2-:h 
Ix>T^>S:fflV^T. ^MMl i:l^#(^)S#5:^f exilic J: ^^'ffc-^i^ 




^H NMR (CDClg) 6 : 2.25 (6H, s) , 2.34 (d, J = 5.1 Hz), 2.86 (2H, d, J = 
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NMR (CDCI3) 6 : 2.25 (6H, s) , 2.34 (d, J = 5.1 Hz), 2,85 (2H, d, J = 
5.1 Hz), 3.00 (2H, s), 6.34 (IH, s) , 6.69 (IE, s) , 7.02 (IH, d, J = 8.4 
Hz), 7.31-7.57 (8H, m) , 7.85 (IH, s) , 7.92 (2H, d, J = 7.8 Hz). 

TTim^mm. C26H25CIN2O iiLT 

tYMUiCy 74.90; H, 6.04; N, 6.72 

M^M:C, 74.49; H, 5.65; N, 6.06. 
mM: 145-147 X: m^^mm i mm:r.^}V- ri-y\e^^y) 
[0 2 2 O] 

mmm5 1 

4'-^nn-N-[6-(i-tf^U 2;?:^;i/^^;i/)-7,8— \^n-2-f-y^ U—M [1,1 

'-lf7ai-;i/]-4-;ij;i/jj<^i?-^ K 
t^fc 1 3 9 ] 




##M5 6-e=^fc4'-i^nn-N-[6-(i^nn:>l^>n/)-7,8-2^'t: Kn-2-^7^ 1/ 
— [l,l'-tf7x^;i/]-4-5!j;i/3K^-9-^ K (225 mg). if^Vi^y (0.16 ml) 

y:^nfcr;vai^;i/T^> (0.282 mi)®N,N-i;:?i^;i/3iN;i/AT^ \^^WL (5 m 

^^^y^l : 5) iZXmmL. T^h^t K^7 9>-n-/^^p•^^>;^)^e>l^^>^tb 
T^M^fc-^ife (110 iiig)S:#:^„ 

^H NMR (CDCI3) 6: 1.26-1.61 (6H, m) , 2.30-2.36 (6H, m) , 2.83 (2H, t, J 
= 8.4 Hz), 3.02 (2H, s) , 6.33 (IH, s) , 7.01 (IH, d, J = 8.1 Hz), 7.36-7. 
49 (4H, ■), 7.55 (2H, d, J = 8.4 Hz), 7.66 (2H, d, J = 8.4 Hz), 7.81 (IE 
, s), 7.93 (2H, d, J = 8.1 Hz). 
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gftj^,: 209-211 -C mm^mm'. T^h^H KD7^>-n-/\:5r-9-» 

mmm^ 2 

4'->';i/:tn-N-[6-(l-tf^U$?-;i/:ji5^;i/)-7,8-s;fc: Kd-2-:^7^ l^n/l/] [i 
, 1' - tf :7 a: -4-5!j ^ K 

[fhl 4 01 



NMR (CDCI3) 8 : 1.45-1.58 (6H, m) , 2.29-2.37 (6H, m) , 2.82 (2fl, t, J 
=8.0 Hz), 3.01 (2H, s), 6.33 (IH, s) , 6.98-7.93 (12H, ■). 

190-192 r iUBitmm : -7^ h ^ t: KO 7^>-n-/\dp-!J-» 
[0 2 2 1] 

N-[6-(i-tr'<U2^— ;i/;*^;i/)-5,6,7,8-5^ h^n Ka-2-:?-7t? [i,r- 

lit 14 1] 



##-0915 3T*#fe6-(l-tf^U t^^:=-;i/:)^^;i/)-5,6,7,8-r b^t^ 

NMR (CDCI3) 8: 1.37-1.60 (8H, m) , 1.96-2.00 (2H, m) , 2.24-2.44 (5H, 
■), 2.82-2.93 (3H, n) , 7.09 (IH, d, J = 8.3 Hz), 7.30-7.33 (IH, m) , 7.38 
-7.65 (6H, m), 7.70 (2H, d, J = 8.4 Hz), 7.76 (IH, s) , 7.93 (2H, d, J = 
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#2000—126272 




8.4 Hz). 

i&j^: 161-162 X: (^^<b^^:7^b^fc:Kn:7^>-n-/\dp-9-» 

4'-:7;i/;rn-N-[6-(i-tr^U 5;-;i/^^;i/)-5,6,7,8-5^h^t: KD-2-t-37i$t 
[i,r-tf :7Tr:.;i/]-4-.T?7;V/K^-»^ F 

[^b 1 4 2 ] 




##M5 3't?#fc6-(l-tr'<y S;?— A':)l^;^)-5,6,7,8-7^b^fc: Kn-2-^7^t 

fee 

NMR (CDCI3) 6 : 1.36-1.52 (8H, m) , 2.29-2.31 (2H, m) , 2.24-2.45 (6H, 
m), 2.82-2.93 (3H,.m), 7.08-7.33 (4H, m) , 7.44 (IH, s) , 7.57-7.66 (4H, m 
), 7.74 (IH, s), 7.92 (2H, J = 8.1 Hz). 

tf#ffi:C, 78.70; H, 7.08; N, 6.33. 
MMSim-.C, 78.40; H, 7.09; N, 6.09. 

m.^. : 179-181 ic (.m^imm - mm:r,^M 

[0 2 2 2] 

4'-t5y nD-N-[6-(l-fcr/<U $;::i;i/>l5^;i/)-5,6,7,8-5^ b^t: Kn-2-^7i5t 
— [l,l'-tf7x->H/]-4-5{j;i'5j<driJ-^ K 
[^b 1 4 3 ] 
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##M5 3-e#fe6-(i-if^y $^'-;i/;i^;v)-5,6,7,8-5^ b^t: Ka-2-:^:7^ 

NMR (CDCI3) 6: 1.25-1.71 (8H, m) , 1.95-2.00 (2H, m) , 2.25-2.45 (6H, 
m), 2.83-2.93 (3H, m) , 7.09 (IH, d, J = 8.3 Hz), 7.30-7.32 (IH, m), 7.43 
- 7.45 (3H, «), 7.55 (2H, d, J = 8.1 Hz), 7.65 (2H, d, J = 8.4 Hz), 7.77 
(IH, s), 7.93 (2H, d, J = 8.1 Hz). 

: 202-203 °C im^itmm :7^h^t:Kn>'^> - n-^^-^y) 

5-:;r=^^y-l-:7x-;i/-N-[6-(l-fcf/< y e;::^;i/:?i^;i/)-5,6,7,8-5^ h^fc: Kn-2 
[-ft 1 4 4 ] 



##M5 3 T?#:e:6-(l-lf^U t^—)V:^^)V)-5,6,7,8-y^h^ll Kn-2-^:7^f 



, dd, J = 6-8, 7.1 Hz), 6.91-7.63 (9H, m). 

jtm^mm. C27H33N3O2 ^ilt 

tf^-liliC, 75.14; H, 7.71; N, 9.74. 
m^-liiiC, 75.01; H, 7.33; N, 9.43. 

: 162-164 X: (.^^itmU : B^^:^;!/) 
[0 2 2 3] 

6-(4-t5^nD7a:::i;i/)-N- [6-(l-tf/<'; 5^;i/)-5,6,7,8-5^ h ^ b: Kn- 




o 



H NMR (CDCI3) 6 : 1.03-3. 33 (22H, m) , 3.97 (IH, t, J = 8.4 Hz), 4.21 (IH 
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Hfcl 4 5] 




##M5 3'^#7£:6-(l-t:°'^U V—JV:^^)V)-5,6,7,S-^h^\l Kn-2-:h7^? 

h NMR (CDCI3) 6 : 1.30-2.40 (16H, m) , 2.82-2.92 (3H, m) , 7.09 (IH, d, J 

= 8.1 Hz), 7.26-7.48 (4H, m) , 7.80 (2H, d, J = 8.7 Hz), 7.99 (2H, d, J 
= 8.7 Hz), 8.23 (d, IH, J = 6.3 Hz), 9.11 (IH, s). 
MM. : 193-195 r; i^^itmm : Bf^^l^;!/) 

|lifeM5 8 

5_(4_^p ;i/)-N-[6-(l-l:f/<U i^^— ^;b)-5,6,7,8-r h ^ b: Kn- 

[^fci 4 6] 




##M5 3T'#;t6-(l-tr^Ui^'n;i/;)t^;i/)-5,6,7,8-5^h^t: Kn-2-:^7^ 

^H NMR (CDCI3) 6: 1.23-1.61 (7H, m) , 1.96-2.00 (2H, m) , 2.24-2.43 (7H, 
m), 2.80-2.92 (3H, m) , 6.75 (IE, d, J = 3.6 Hz), 7.07 (IH, d, J = 8.4 Hz 
), 7.27 (IH, d, J = 3.6 Hz), 7.32-7.42 (4H, m) , 7.66 (2H, d, J = 8.4 Hz) 
, 8.32 (IH, s). 

[02 24] 

N-[6-(l-lf^y ^':^;V^^;i/)-5,6,7,8-T-h^t: \^U-2-^y^ l/-;i/]-3-(2, 
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4,5- b u 31 b ^ X -5->f y -b- y - ;V:iJ ;V3K^-t>- ^ K 

Cffcl 4 7] 




#%M5 3T'#fc6-(l-tf'<y ;i/;i^;i/)-5,6,7,8-5^h^ll \^U-2-^y^ 

fee 

NMR (CDCI3) 6 : 1.42-1.60 (18H, m) , 1.97-2.36 (7H, m) , 2.80-2.95 (3H, 
m), 4.06-4.18 (6H, m) , 6.58 (IH, s) , 7.09 (IH, d, J = 8.4 Hz), 7.35 (IH 
, d, J = 8.1 Hz), 7.44 (IH, s), 7.50 (IH, s) , 7.55 (IH, s) , 8.16 (IH, s) 



mt^M 6 0 

4_(4_^ n o :7 3^— ;i/)-2-:7 31— ;i/-N- [e-d-fcf'^ V ^;i/)-5,6,7,8-5^ 
h^ii Kn-2-:^7^ i^— ;i/]-i,3-;j-:3p-9-v^-;i/-5-:;{j>n/3j<=¥-i?-^ K 

Hfcl 4 8] 




##M5 3 •^#fc6-(l-tr'<y i^— ;i/^^;i/)-5,6,7,8-7^ Kn-2-:h37t? 

fee 

^H NMR (CDCI3) 8 : 1.26-1.58 (7H, m) , 1.90-2.00 (2H, m) , 2.22-2.35 (7H, 
«), 2.70-2.95 (3H, m) , 7.06 (IH, d, J = 8.1 Hz), 7.25-7.51 (7H, m) , 8.04 
-8.32 (5H, m). 

[0 2 2 5] 

mmme i 
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4'-^on-N-[6-(i-trni; s;— ;i/:;i^;i/)-7,8-2;ti K^-2-:^7^ [i,i 

[-fb 1 4 9 ] 




##M5 6-e#fe4'-^aD-N-[6-(iynn>i5^>n/)-7,8-$;fcKD-2-:^7^ u 
-M [l,r-lf:7a:n;i/]-4-:;Jj;i//i?^i?-^ K$:Mv^T, 1 

NMR (CDCI3) 6: 1.83 (4H, s) , 2.35 (2H, t, J = 8.1 Hz), 2.52 (4H, s) , 
2.84 (2H, t, J = 8.1 Hz), 3.18 (2H, s) , 6.36 (IH, s) , 7.02 (IH, d, J = 

8.4 Hz), 7.39-7.56 (6H, «) , 7.66 (2H, d, J = 7.5 Hz), 7.82 (IH, s), 7.93 
(2H, d, J = 7,5 Hz). 

m.^' 185-187 TC {M^imm: 5^ h ^ Kn :7^>-ii-/\^-!J-» 

5-(4-^ nn^ai— A')-N-[6-(i-tf n u t^=-)\/:^^/v)-7,8-i^\i Kn-2-^:7^ 

Utl 5 O] 



##M5 6"e#fc4*-i^nn-N-[6-(^^DD:>i^;i/)-7,8-s^^fc Kn-2-^7t5f 1/ 
[i,i'-if7rL:^;v]-4-:ij;vjK^i^^ F^Mv^T. mmm^ 1 iiH^oSIf^ 

h NMR (CDCI3) 6: 1.80 (6H, s) , 2.37 (2H, t, J = 8.1 Hz), 2.52 (4H, s) , 
2.87 (2H, t, J = 8.1 Hz), 3.18 (2H, s) , 6.37 (IH, s) , 7.03 (IH, d, J = 
7.8 Hz), 7.48-7.61 (6H, m) , 8.04 (IH, dd, J = 8.1, 2.1 Hz), 8.35 (IH, d. 
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Y 



J = 8.1 Hz), 8.78 (IH, s), 9.95 (IH, s). 
[0 2 2 6] 

MMM 6 3 

4-(4-tru i;:^;i/)-N-[6-(l-tfn U 5^;i/)-7,8-i;?ti l^u-z-f-y^t u- 

[ifc 1 5 1 ] 




##M5 4 ■e#fc6-(l-if D U $/-;i/;i^;i/)-7,8-s;t: K^-2-:^:7^ lx>r^ 

NMR (CDCI3) 6 : 1.79-1.83 (6H, m) , 2.35 (2H,t, J = 8.1 Hz), 2.53 (4H, 
s), 2.73 (2H, t, J = 8.1 Hz), 3.18 (2H, s) , 6.36 (IH, s) , 7.02 (IH, d, 
J = 7.8 Hz), 7.38 (IH, d, J = 8.1 Hz), 7.48 (IH, s) , 7.71-7.78 (4H, ■) , 
7.89 (IH, s), 7.99 (IH, d, J = 8.4 Hz), 8.32 (2H, d, J = 8.4 Hz). 

4*-^Dn-N-[6-[(4--7ai— ;i/-i-tr'^y i?-;i/):;i^;i/]-7,8-S^ii \^u-2-f-y 
[^1:15 2] 




##M5 6*^#fc4'-iJynD-N-[6-(iJyDn;*^>;i/)-7,8-i?ll \^n-2-^y^u 
=Ljv] [i,i'-fcf7x->n/]-4-;?j;i/3}?^iJ-^ FS:fl§v>T, MMm^ i t.mm<Dmi¥ 

^H NMR (CDCI3) 6: 1.83-2.10 (6H, m) , 2.37 (2H, t, J = 8.1 Hz), 2.47-2.5 
4 (IH, m), 2.86 (2H, t, J = 8.1 Hz), 3.03-3.10 (2H, ■) , 3.10 (2H, s) , 6. 

15 0 mfl# 2000-3085459 
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37 (IH, s), 7.03 (IH, d, J = 8.4 Hz), 7.19-7.57 (IIH, ■) , 7.66 (2B, d, J 

= 8.4 Hz), 7.81 (IH, s), 7.94 (2H, d, J = 8,4 Hz), 
gftjfi: 228-230 1C (M^^fc^^ : ^ h^H ]^Uy ^ y -n-^^-^y) 
[0 2 2 7] 

mmme 5 

4'-^^nn-N-[6-(4-^;i/3jNU^;i/;«lf^;i/)-7,8-i;t: K□-2-:^37^ U—M [1,1 
'-If 7ai-;i/]-4-:*;i/3i<^-9-^ K 
[^fcl5 3] 




##M5 6-e#fe4'-:5y nn-N-[6-(^Dn>i^;i/)-7,8-s>'fc Kn-2-^7;Jt 1/ 
[i,i'-if7ain;H-4-:j!j;i':}<^-9-^ F$:fliv^T> HJgM 5 1 

^H NMR (CDCI3) 6 : 2.34 (2H, t, J = 7.8 Hz), 2.45 (4H, s), 2.84 (2H, t, 
J = 7.8 Hz), 3.06 (2H, s) , 3.73 (4H, s) , 6.36 (IH, s) , 7.02 (IH, d, J = 
8.1 Hz), 7.36-7.57 (6H, m) , 7.67 (2H, d, J = 8.4 Hz), 7.80 (IH, s), 7.94 
(2H, d, J = 8.4 Hz). 

m^.: 194-196 "C (M^^ft^^ : 7^ h ^ H KD 7 ^ > -n-/\df9-:/) 
6 6 

4'-^Dn-N-(6-[[;i^;i/(2-:7x:^;i/a:^;V)T^ ^^;i/]-7,8-^:/'tl Fn-2 
-:^-7;5^ l/-;i/) [1,1' -l^Z^ 3i-JV]-A-itj JV:^^-^ ^ K 



[-ffci 5 4] 
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##M5 6T'#fc4'-tJ7nn-N-[6-(^nD;l^;b)-7,8-i;t: K□-2-:^71^^ w 
[i,i'-i^7ai::i;i/]-4-:;J7;i//jf^i?-^ K$:Mv^T, HifeMS 1 i:|^m<D^f^ 

NMR (CDCI3) 6 : 2.25-2.32 (2H, m) , 2.32 (3H, s) , 2.60-2.66 (2H, m) , 2 

.77-2.83 (4H, m) , 3.10 (2H, s) , 6.32 (IH, s) , 6.93-7.95 (16H, m). 

iftj^: 173-175 r iU^itmm: -5^ h ^fc KD :7^> -n-/\df-l?-» 
[0 2 2 8] 

4'_^qci_N_[6-[(:j15^;I/T— y y);*^;v]-7,8-i;?n Kn-2-^:7^ [1 
Utl 5 5] 




#%M5 6T»#fe4'-^an-N-[6-(^Dn>i^;i/)-7,8-2;b Kn-2-^7^i/ 
-71/] [l,l'-tf7xn;v]-4-5Sj;i/3J?=¥-9-^ FS:fflv>T. 1 i:lim®#f^ 

NMR (CDCI3) 6 : 2.20-2.30 (2H, m) , 2.25 (3H, s) , 2.85-2.90 (2H, m) , 3 
.00 (2H, s), 6.30 (IH, s) , 6.74-7.95 (146H, ■) . 

gllj^: 177-179 -C (^^-ffclti^ : 5^ h ^ t FD :7^>-n-/\^i?-» 

A'-^uu -N- [6- [(4-7 X — ;i/-i-if ^ -7,8-^' n F n -2--^ :? 

^ l/n/i/] [i,i'-i^:7 3:-;i/]-4-:j57>?i/5K^if ^ F 



15 2 



mtl# 2000-3085459 



#2 000—126272 | 




[-ffcl 5 6] 




#%M5 6T'#:fe4'-i^nn-N-[6-(^^nn^^;i/)-7,8-ix't: Fn-2-:h7^ 1/ 
[i,i'-tr:7ai-;i/]-4-:^j;i//K^-9-^ F^ffiv^T, i iil^^^^f^ 

NMR (CDCI3) 8 : 2.37 (2H, t, J = 8.1 Hz), 2.62 (4h, S) , 2.86 (2H, t, 
J = 8.4 Hz), 3.13 (2H, s) , 3.22 (4H, s) , 6.39 (IH, s) , 6.85-7.95 (16H, m 
). 

iit;^. : 228-230 "C (^Sfb^iE : ^N^tKD:7^> -n-/\#-9- >) 
[0 2 2 9] 

^i6iM6 9 

4'_^QP_N-[6-[[[2-(i/;^5^;i/r^ y):n^;i/] (;;l^;i/)T^ 7 ] ^5^;i/]-7,8- 
S?t KD-2-^:7^ [i,r-i^37 3i— ;i/]-4-:^y;i/3K#-b-5 K 

[ffci 5 7] 

9^3 




##M5 6-e^3t4'-^nn-N-[6-(^Dn:;i^;i/)-7,8-$^'n Kn-2-":^7^ 1/ 
[1,1' -1^:7 x-;H-4-:^j;i/3j?^-9-^ K€:mv\T. Ili6^«5 i i:ram®^f^ 

^H NMR (CDCI3) 6 : 2.25 (6H, s) , 2.26 (3H, s) , 2.33 (2H, t, J = 8.1 Hz), 

2.44-2.50 (4H, m) , 2.84 (2H, t, J = 8.1 Hz), 3.07 (2H, s) , 6.35 (IH, s) 

, 7.02 (IH, d, J = 8.4 Hz), 7.37-7.57 (6H, b) , 7.67 (2H, d, J = 8.1 Hz), 
7.80 (IH, s), 7.94 (2H, d, J = 8.4 Hz). 

15 3 ffiliE# 2000-30854 5 9 
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gjl,^,: 156-158 *C (^^-fb^^ : 7^ h ^ t FO 7^ > -n-^:^i^-» 

4*-:7;i/;rn-N-[6-(4-^;i/3jxi; n;i/:>i^;v)-5,6,7,8-5^ b^t: KD-2-:^r7^ 
[l,l'-tf-7ai:^;i/]-4-7!j;i//i?^-9-^ K 
1 5 8 ] 



#^M5 7-e#:fe:6-(4-^;i/3jNy -;V::t^;i/)-5,6,7,8-7^h^ll Kn-2-:^7^f 

NMR (CDCI3) 6 : 1.40-1.50 (IH, b) , 1.90-2.10 (2H, m) , 2,29-2.45 (7H, 
■), 2.80-2.92 (3H, m) , 3.72-3.75 (4H, m), 7.07-7.33 (4H, a), 7.46 (IH, s 
), 7.56-7.66 (4H, m) , 7.78 (IH, s) , 7.92 (2H, d, J = 8.1 Hz). 

: 188-190 X: im^itmm : 
[0 2 3 0] 

mmmi i 

4'-^uu -N- [6-(4-^;i/3iN y =l;v:^ ^/u)-5,e ,7,8-^ h ^ t K n -2--^- Z7^u 

lit 15 9] 



#^M5 7-ef^fc6-(4-^;i/viN»;~>n/>i^;i/)-5,6,7,8-7^F^t: Fn-2-:?--7tJ? 





^H NMR (CDClq) S: 1.40-1.50 (IH, m) , 1.90-2.10 (2H, m) , 2.32-2.45 (7H, 
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■), 2.80-2.90 (3H, m) , 3.70-3.80 (4H, m) , 7.10-7.92 (12H, m) . 

gfe,4 : 216-218 X: m^itmm : it^X^;!/) 

mmmi 2 

4_^oi3_N-[6-(4-^;i/3j>Ur.;i/;i^;i/)-5,6,7,8-5^ h^k: Kn-2-:^7^t 
[-fb 1 6 0 ] 




##M5 7"e#fe6-(4-=E;i//ixU— ;i/:^^;i/)-5,6,7,8-5^h^k: Fn-2-:?-7 3r 

NMR (CDCI3) 6 : 1.40-1.50 (IH, m) , 1.95-2.05 (2H, b) , 2.29-2.45 (7H, 
m), 2.80-2.95 (3H, m) , 3.73 (4H, t, J = 4.5 Hz), 7.10 (IH, d, J = 8.1 Hz 
), 7.32 (IH, d, J = 8.1 Hz), 7.42 (IH, s) , 7.49-7.56 (3H, «) , 8.25 (IH, 
s), 8.48 (2B, d, J = 6.6 Hz), 9.20 (IH, s) 
[0 23 1] 

N- [6- (4-=E;1/J^ U— 5^ -5,6,7, 8-x h^H Kn-2-^;7 3J l/r. ;i/]-2-:7 



[-fb 1 6 1 ] 




%WM 7 2 t?^fe4-i^ D D-N- [6-(4-^;1/3}n U ^;i/)-5,6,7,8-5^ h ^ k: 

15 5 aiffi# 2000-3085459 
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NMR (CDCI3) 6: 1.21-1.30 (IH, m) , 1.93-2.03 (2H, m) , 2.28 -2.44 (7H, 
m), 2.80-2.90 (3H, m) , 3.73 (4H, t, J = 4.8 Hz), 7.07 (IH, d, J = 8.1 H 
z), 7.26 -7.30 (IH, m) , 7.39 (Ifl, s) , 7.51-7.53 (3H, m), 8.00 (IH, s), 8 
.50 (2H, dd, J = 8.1, 2.4 Hz), 9.21 (2H, s) 

mmmT4: 

N-[6-[(i;x^;i/r^ y )pt5^;i/]-7,8-i;bi \^u-2-±yitu=-M [I,i'-tf7x 
-;i/]-4-:j!j;i/3jfdp-9-$ K 
i^l 6 2] 

H 



##M5 8T?#;tN-[6-(^Dn;i^;i/)-7,8-i;t \^U-2-±'7^ U—M [1,1'- 

h NMR (CDCI3) 6 : 1.24 (6H, t, J = 7.2 Hz), 2.33 (2H, t, J = 5.1 Hz), 2 
.53 (4H, q, J = 7.2 Hz), 2.84 (2H, t, J = 5.1 Hz), 3.11 (2H, s) , 6.36 (1 
H, s), 7.02 (IH, d, J = 8.1 Hz), 7.37-7.50 (5H, ■) , 7.63 (2H, d, J = 8.7 
Hz), 7.71 (2H, d, J = 8.4 Hz), 7.79 (IH, s) , 7.93 (2H, d, J = 8.4 Hz). 

MM: 153-155 r; m^itmm: 7=- h^H Kn:7^>-ii-/\dpif >) 
[0 2 3 2] 

mmmi 5 

4- (2 - y [b] "7 ^ — ;i/) - M - [2 - (N ,N-s; ^ ^ ;i/ T ^ y ) 5^ ;i/-6-5^ h ^ 
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# 
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m 



[-ffc 1 6 3 ] 




mA : 192-194 -c ( t^^itmm :^h^tiKn:7^ f ^fzfm^fl^zr.- 

) 

mmm 7 6 

4-(3-:>t h^ty^yV/lyir^t/)-ll- [2- (N,N-i;:if^;i/T^ >^ ):>^^>«/-6-T■ 
[-fb 1 6 4 ] 




mA : 102-104 *C if^^imm ^^(VZfU tr;i/ai-7^;V) 
[0 2 3 3] 

4-(4-:7;i/>rn^>$;;i/>r=¥e/)-N- [2- (n,n-$?>i^;vt ^ y ):^^;i/-6-7^ 
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[^b 1 6 5 ] 




ife.^, : 165-167 "C (^^-fC^^ : 7^ h ^ H Kn 7 ^ >-/^^-tJ-» 
IISgM7 8 

4- [4-(:ji^;i/x>n/:7T— -n- [2-(N,N-j;?:!t^;i/T^ y 

16 6] 




mm 4 mm<omi^^n^ zluk^^). mmm^m^mtcLo 

mA : 162-163 (M^^fc^^ : 7^ h^H FD^7 ^ ^-^^^rit^) 

[0 2 3 4] 
III6M7 9 

4-iA-3L^}V^yi^/V7t^t/)-li- [2-(N,N-^;i5^;i/T^ y ):'l5^;i/-6-7^ b 
[^t; 1 6 7 ] 
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ife* : 120-122 im^WMm : 5^ h ^ fc: Fn :7'^>->r y :/D if;i/rE:-5^;i/) 
(4'-:ji^;i/tr:7 3i::i;i/-4->f -N- [2-(n,n-2;:)1^;i/T^ >'):>t^;I/-6- 



Ufcl 6 8] 




: 181-182 (^^>fl:^^: i^^Ji^;i/-/\dr-l?-» 
[0 2 3 5] 

(2* ,4'-^^7nnt^:7xzi;i/-4— r;i/) -N- [2- (N,N-$;;>i^;yr ^ y )j3i^ 
[^bi 6 9] 




>^-2-(N,N-s;;l^;i/T^ y)^^;i/7=-b^y >fa^JE|LS:MVNT. II 

lll.^, : 188-189 (^S^b^^: T^h^t Fn 

4_(5_^pp_2 _^xn;i/)-N- [2-(N,N-i;:>^^;i/T^ y)>t^>n/-6-5^ 

15 9 a4lE# 2000 — 3085459 
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[-fbl 7 0] 




CI 



illlj^ : 167-169 -C (^g^-ffc^^S : »^3l^;i/-^=3p-!?-» 
[0 2 3 6] 
8 3 

(3'-^nntf^ai— ;i/-4-f -N- [2-(N,N-i;?:>i^;i/T^ >'):J^^;^-6- 
[-fb 1 7 1 ] 




Htj^, : 138-139 x: (i^^>fb^^ : ^ b^fc: Kn 7^>->r v::/n i:f;i/x-'5^;i/) 
lliiM8 4 

(2'-^^nni:f7i:^;v-4— r;i/) -n- [2-(N,N-i?^^;i/T^ y )><^>n/-6- 



16 0 



miE# 2000-3085459 



#2 000 — 126272 



m 



Utl 7 2] 




[0 2 3 7] 

— [l,l'-i^7 3:~;i/]-4-:*/l//i<^i?-^ K 



[^b 1 7 3 ] 




H 



mmm^: kdz) T=^^6-[(N,N-^:;^^;vT5y)^^;i']-7,8-i;?t Kn-2- 

H-mSi (CDCI3) 6: 2.25 (6H,s) , 2.33 (2H, t, J = 8.1 Hz), 2.41 (3H, s) , 
2.84 (2H, t, J = 8.1 Hz), 2.98 (2H, s) , 6.33 (IH, s) , 7.01 (IH, d, J = 7 
.8 Hz), 7.39 (IH, d, J = 8.4 Hz), 7.48 (IH, s) , 7.52 (2H, d, J = 7.8 Hz) 
, 7.67 (2H, d, J = 8.1 Hz), 7.84 (IH, s) , 7.91 (2H, d, J = 8.1 Hz). 

jbm^mm. CgyHggNgOhLT 

ff-^>(i : C, 81.78; H, 7.12; N, 7.06 
HS^-lit : C, 81.51; H, 7.22; N, 6.93 
illj^, : 195-196 -c (^Sfb^^K : Mx5^;i/- vzfu tr;i/3:-7^;v) 

16 1 £tJttE# 2000-3085459 
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HJSMs 6 

C^fc 1 7 4 ] 




mMm4: 1<D2) -e#fe6-[(N,N->:;;<5^;i/T^ y):>l^;i/]-7,8-p'l:l Kn-2- 

■^H-NMR (CDCI3) 6 : 1.20-1.52 (4H,m), 1.71-1.96 (6H, m) , 2.25 (6H, s) , 2. 
33 (2H, t, J = 8.1 Hz), 2.50-2.62 (IH, m) , 2.84 (2H, t, J = 8.1 Hz), 2,9 
9 (2H, s), 6.33 (IH, s) , 7.00 (IH, d, J = 7.8 Hz), 7.31 (2H, d, J = 8.1 
Hz), 7.36 (IH, d, J = 7.8 Hz), 7.46 (IH, brs) , 7.75 (IH, s) , 7.78 (2H, 
d, J = 8.1 Hz). 

m.^. : 179-181 1C (m^itmm : mm:r.^J]y- Vzfn tf;i/3:-^;i/) 
[0 23 8] 




#^M5 4-e#fe6-(i-brn y s;— ;i/;>^^7i/)-7,8-5^*t: Fn-2-^7iJf i/>t^ 

^H-NMR (CDCI3) '6: 1.81 (4H, m) , 2.37 (2H, t, J = 8.1 Hz), 2.54 (4H, m) 

162 miE4t2 0 0 0 - 3 0 8 5 4 5 9 
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, 2.86 (2H, t, J = 8.1 Hz), 3.18 (2H, s), 6.37 (IH, s) , 6.93 (IH, m) , 7. 
04 (2H, m), 7.38 (IH, m) , 7.47 (IH, s) , 7.77 (IH, s), 7.91 (IH, m) , 8.1 
3 (IH, m), 8.24 (IH, m) , 9.16 (IH, s) . 

tt-HM : C. 72.79; H, 5.66; N, 9.43 

^l^^ii : C, 72.65; H, 5.52; N, 9.73 

m.^. : 169-170 n m^itmm : V>( v:fu tr;vx— 

mMm% 8 

4'-:7;i/:tn-N-[6-[(N,N-i^:jl^;i/T^ 7)^^;i/]-5,6,7,8-5^b^ll Kn- 
2-:h>'^ [l,l*-t':7a:r-;i/]-4-:3tj;i//K=3p-9-^ F 

Hfcl7 6] 




6-T^ >^-2-(N,N-i;?;*^;i/T^ >J^SfeiaS:fflV^T. % 

^H-NMR (CDCI3) 6: 1.41 (IH, m) , 1.95 (2H, m) , 2.25-2.45 (3H, m), 2.36 ( 
6H, s), 2.85-2.94 (3H, m) , 7.13 (3H, m) , 7.30 (IH, m) , 7.46 (IH, s), 7.5 
9 (2H, ■), 7.65 (2H, d, J = 8.1 Hz), 7.74 (IH, s) , 7.93 (2H, d, J = 8.1 
Hz). 

TxM^-^m. C2gH27FN20i: UT 

ff^-fii : C, 77.58; H, 6.76; N, 6.96 

HS^-fit : C, 77.72; H, 6.49; N, 6.79 
m:^. : 184-186 -C imB^\tmWk : V>{ )JZfU }^JV:n-^jV} 

[0 2 3 9] 

(+)-4' -y)VytU-N- [6- [(N .N-t^j^'^nyT ^J):^'f'M -5,6,7,8-7^ h ^ t 

16 3 ffiiE# 2000-3085459 
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(-)-4' -7;i/:arn-N- [6- [(N , N-^;?^ 5^;i/r ^ y ) -5,6,7,8-5^ h ^ n K 

^MMS 8*^#fe4'-7;i/:rn-N-[6-[(N ,N-$;?>l5^;i/r^ y);i^;i/]-5,6,7 
,8-5^ h^fc Fn-2-^>'^ [l,l'-tr^ai— ;i/]-4-5Jj>n/3K^if^ F (2.00g 

) ^^^JViJ^J^ (^V ■fe;i/?±CHIRALCEL CD SOnmDXSOOmmL; ^gjf+B n-zvdriJ- 
>:x^?/-;i/=85:l5) S:Mv^;fe:^^ltHPLC^CT^^:9•mS:ff v^. (l.OOg; 9 

9.8%ee), ^J:tK(-)^ (0.89g; >99.9%ee) ^J^^j^i: bT#;^c m^nt^n^^. 
tti^timm:r.^JV-P^ VZfU tf;vaQ-5^;i/J: UHM^LT. ^Sft-^^J® (+) 
i*c (855iiig)^J:tJJ(-)#; (754mg) S^fe. mfc-^ig»OitM3feiS»J!Ji^T® ^ T* 

(+)-4'-:7;i/:r n-N-[6- [(N ,N-t/'^ ^;i/T ^ 7 ) ^ -5,6,7,8-7^ h ^ t 
F^-2-:^:7^ 37ai~;i/]-4-^;i/jj^:JfiJ-^ F 

itm^&: [a]j,=+50.8'' C=0.494%(^ ^5? 7 

(-)-4* -:7;i/:r n -N- [6- [(N , N-S?>1 ^;i/T ^ y ) -5,6,7,8-7^ h ^ H 

Fn-2-:h7^ [i,r -\^Z7 3L—M-4.-ijJV^^'*)-^ F 

JtJfe3feS : [a]])=-51.2° C=0.492%(;i ^5? >^ — 

mmm 90 

4'_^nt3_N-[3-[(N,N-$;;*^;bT^ / ) ^ -2H-ir n >l >-7— f [1,1 
'-tf:7 3::r;i/]-4-^;i/iK^if ^ F 



[fbl 7 7] 




h-MR (CDCI3) S: 2.23 (6H,s), 2.97 (2H, s) , 4.79 (2H, s) , 6.30 (IH, 
s), 6.96 (IH, d, J = 8.1 Hz), 7.13 (IH, s) , 7.20 (IH, d, J = 8.1 Hz), 
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7.45 (2H, d, J = 8.6 Hz), 7.56 (2H, d, J = 8.6 Hz), 7.66 (2H, d, J = 8 
.4 Hz), 7.74 (IH, brs), 7.93 (2H, d, J = 8.4 Hz). 

: 199-208 im^a^t^m : VZfU tr;i/X-5^;i/) 

[0 2 4 0] 

mmm9 1 

2' ,4'-$?7>n/:tn-N-[3-[(N,N-$^:)i^;i/T^ y)>t^;i/]-2H-^n>i >-7->r 
[i,i'-if7i— ;H-4-:i7;b3Kdp-9-^ K 

[ffcllTS] 




##M5 9-e#fe3-[(N,N-S^:;l^;i/T^ ^ )>l5^;i']-2H-^^ n :)l >-7-r ^ S: 

%-NMR (CDCI3) 6: 2.23 (6H, s) , 2.97 (2H, s) , 4.78 (2H, s) , 6.29 (IH, s 
), 6.80-7.10 (2H, «), 6.96 (IH, d, J = 8.1 Hz), 7.13 (IH, s) , 7.20 (IH, 
d, J = 8.1 Hz), 7.40-7.50 (IH, n) , 7.62 (2H, d, J = 8.4 Hz), 7.76 (IH, b 
rs), 7.92 (2H, d, J = 8.4 Hz). 

ife,^, : 200-204 X: (M^^fc^^ : P>( V:fU ;i/:i:-7^;i/) 
[0 2 4 1] 

(1) ##M2 5-e#p>ti/t^b-aigj ■ song 

(2) 'yf; V—T. 3 4iiig 

(3) Y-O'^^xizil/W!^ 10.6«g 

(4) h^7^nn$/|S«& (©y^^) 5Bg 

(5) ^^TV 0.4mg 
(Jo) iiJ\/i!^^t/%f-}\/'^}ifU—7>,ti}\/V'01:^ 2 0Big 

tf 1 2 Omg 

nmz.m.\^±M d) ~ (6) ^^g-^u, ^;ijSff«s^MVNT*i^f sr^tccky. 
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[0 2 4 2] 

mmmz 

(2) ^i5^ h-X 3 4ag 



(3) b'?^0 3>>|gt& 10.6mg 

(4) h^'EUat/Wtn 5«g 

(5) ::^7^T'; i/^A 0.4mg 

(6) :;tj;i/3j<^^:^^;i/-fe;i/n-J^:»;i/i/^A 2 0Bg 

if 1 2 Omg 

m^JC«ev>JtfB (1) ~ (6) S:m-^U i^5l!I«S:fflV%Tfr^t-SrillCj:*;, 
CO 2 4 3] 

1-1 ^ hfl»ffi5l5cDNAS:ffl V>:fePCR^lC <fc 5 ^ b SLC-l ^^^cDNA 



v>y hMS5l5poly (A) "^RNA (^^ n - ^??±) 
-r"T-S:M^^TJt«^S^5^ff;&o;t„ ^^^^M/Sli, ^5f:*^RNA PCR ver. 2^ 

^a:yf2©-^|^DNA>^^>r'9^-SrMVNTPCR^lCJ:Siti|l&^^ofeo ^m.Mzf 

U -^^DNArf^-f V-#0.4/tiM, 0.25 mM dNTPs. pfu h ^ ^ >%f:) DNA 
, 94*0 • 605e>®i)D||&®^, 94X3 • 603g>, 60*C • 30#. 7210 • l50^<D-^>( ^ 
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[0 2 4 4] 

. PCR-Script™ Amp SK(+) ^ D h (:;^ h ^ ^Jf ®^:&{CtJe 

V^. lajRtfcDNAS:::/^^^^ K'^^ ^-PCR-Script Amp su*)^i)-:f^ u-=-y 
'ifVk.o Zt\j^3Li/3iV ^7 13 y ( Escherichia coli ) XL-1 Blue 

Lfeo*^«S:MV^T:9•^IIU ?^«^#I#:E. coli XL-1 Blue/^ bSLC-l$:# 
fc„ M^®^n->S:TVtri^U >S:'^tfLB^:SI'e^Rfe^#L/, QIA prepS mini 
prep (apr>y>t±) ^MV^T:/^X^ KDNASr^^bfec ^SgUfeDNA©— ^5: 
MV^T®IS^^Sal l^^t^Spe UC J: S^Wr^rfTJ&Vv If AStiT V^-^>^^^cD 
NA»t;i®:^^S 5:5618 bite J&M^J®^^®fc«)®StSl*DyeDeoxy Terminate 
r Cycle Sequence Kit 0'^ — ^>:^/\y'^—^) V^T^T3&V^, Mdfb^^^Wbt^ — 

^StlTV^S^^y hSLC-l^^Ai'M (IB^f|#-^ : 3) 2:3- K-TScDNAiB^J (L 
akaye, B. et al. Biochim. Biophys. Acta, Vol. 1401, pp. 216-220 (1998), 
accession No. AF08650) CDS' MlCSal IM^MmfJ^^HMl'. 3' -ffifflCSpe I|g^ 

mmiJ^fiiM\^r^MB^mmi-'^-r^:rLii^m^i^r=. (bb^j##: 4) „ 

[0 2 4 5] 

1-3 ^ h siJc-m^cEomm<Di^m 
1-2 xm^sif^mm^tit:!^ v hm^^(o^u:-i<D^-^T ^ jwmm^ 

n-Kb, 5' -(RltCSal I^^SB^J>b^#jDb, "ttcZ' -KllCSpe I^^Ifi^JSr-f^^nb 
Tz.m^^iimK'^niz.zf'^ 7.^ KlCcfcoTJ^^IEt^StifeE^ c li(Z)^p->j: 
ypiasmid Midi Kit i^T^^^) &fflV^T:^^>^^ KSrMiSL/. ^IS^^Sal 
Ife<fctJfSpe I*e-©WTbT>f hSP:$^5:^*;mi/fco >f hDNAl*m^^ 
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■9— hDNASrSal Ifej:tJ^Spe lX-^mvr=.m<^mS^^^m^^ ^ --^^ FpAK 
KO-lllH (Hinuma, S. et al. Biochim. Biophys. Acta, Vol. 1219, pp. 251-25 

9 (i994)gBSg)pAKK0i.iiH^i^— (D^^ jt-::^^:^^ K) izm^. T4^>r>y-:^ 

(S?@5t) $:Mv^T^>r'^f-2/H>S:^f^v^, MQ^^M:^^::^ ^ FpAKKO- SLC 

pAKKO- SLC-l-^mnWMV^E^ coH DH5 (h-a-2i<-) Sr^H^. Plasmid 
Midi Kit (drT^f^^fc) S:MV>TpAKKO- SlL-l(DZf^:^^ KDNA$:SISgb:fec CI 
^l^CeliPhect Transfection Kit (T*eS/-vZ=»'7 T;i/TS/T/^^:^7^^*fc) 
V^^^(Z)yD hi3;HCtK6oTCHO dhfr"^|S{C#AL;to 10 ;tt g(DDNA$! U 
/l/S/i^Ail^^tfcSl^l^ilb^ 24^^t&{C5 X lO^S^ttl X 10^M®CH0 dhfr" 
aHflg$:»liLfelO cm$/^-lxC^inb:feo 10%';7e/Ji&«,lJfil«S:-g'mEMa^%-e 
lH^^«bfc^. ^f^U ^^^:%T'feeiO%3g^'^e/ij&irm^S:-^tJ^^^ 

K^tJIMia® 3 n ~ - 56 n - > b fe. 
[0 2 4 6] 

1-4 ±^ ^ h SLC-1 1/ -fe - S e KmRNA® Ig^a® V ^CHO/ SLC- 
IMIS^®^^ 

^^-^JJ 1-3 -VmiL-^nttLCEO/ SLC-i|8c56^n->(D^:R^ ^y h SLC-1 u-fe:/ 
^-Sfi^i»RNA®^3SaS:Cytostar t Plate (T*>ri/-V T;i/"7$/TA>f 
^1±) ^MVN, m#C5:;^n h=i;i/ic^J&oTJeilT®<fce>lc?!H^bfco CHO/ SLC-m 

Cr):g.>^ n->$:Cytostar T Plate(Z)#welUC2.5 x 10%-roiiabT24^r^^ 
*Lfc=^, 10%3^;VTy >lCj:oTMJi&^@^b;/^„ #welUC0.25% Triton X- 
lOOSr^lJDbTMJiacDjgjg'HE^r^lffc^. ^^S^/<;i/bfeSB^J## : 5 ©riboprob 
eS:lni^T/N>r:^U i5f>f >C$-&fco 20 ■g/ml<DRNaseA§:#welUciin^T5Slt®rib 
oprobe^rM-fbb, :f h ^ ^ <^W\^t:^^^ /N-f Xbferiboprobe® 
S(I^^S^^S:TopcounterTi!I^b:feo ^tfeM?S'aCDfl5V^^;b'JmRNA^m**^l^^V^o mRNA 
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[0 2 4 7] 

1-5 H bSLC-1 cDNAS:-^t^■;/'^X^ K©#.^ 
t: M&i^flgfi3l5cDNA library (SUPERSCRIPT™ cDNA Library;GIBCOBRU±) S:> 
Genetrapper cDNA positive selection system {G12C0B8L^)<D^=^=lTA/K^ 

. -yT — jy Fl X> l^y — if ^ffiV^T. DNA{Cnick$:Atlfe^> 

i^flgffiJf^cDNA library ^rMSSl/fco 

Kolakowski Jr. (Kolakowski Jr., et al (1996) FEES Lett. Vol. 398, PP 
. 253-258) (5[)fg^^C»o'V^T#SgbfeI^^fJ«#: 6 U ^ U:*"^ K 

(accession No. U71092©1434-1451lC4i^) (D3' j[c^lCbiotin-14-dCTP5:Term 
inal Deoxynucleotidyl Transf erase $:MV^T#i^ b, biotin^ft;:^ U :^ 5? 

12^^11 hfl^i,™fi5i^cDNA library 4a g%95*C-ei53^^ab ^KJl-e^?&- 

biotin>fi::ryiJ5i^i^>r^K20 ng^lM^. S7x:x'mm. mii^^-cf'J 

MAGNA-SEP Magnetic Particle Separator (GIBCOBRL^fc) ^ffiVATs biotin^:^ 

vzi^^uyt^ Kic7A>r >ru ^^xi.t=.i^m\:i hm%mm^cmk^M^mi^. koi 

akowski Jr.P>®#^ (Kolakowski Jr., et al (1996) FEES Lett. Vol. 398, P 
p. 253-258) lC^t5v%T#igbfeSB3^J## : 7 <D^^:t V ^7 U:^^ \^ (acce 
ssion No. U71092®1011-1028lCffi^) 50ng$::;/'^-f "^-fC bT-^-^T^n^lC^gg 

[0 2 4 8] 

- 6 #{ilbfcl: hSLC-1 cDNA$:-^tf:^^X$ Fooi^aSB^J®^^ 
1-5 "e# e> tlfc X ^ K S:ELECTROMAX™DH10B™Cel IslCX U^hU 

1/ - >> 3 >^T-# A b T mnmm b cdnai^ A»T;t ^r^to^^D-v&rv 
m.mhr=.'D^mnx*'D'D\^x^mv\ ji^wm.mm. coh. DHioB/hsLc-i5:#fe 

„ 'f@><^®^n->S:r>trj/y >^-^tfLB^:N!i-e— Bfel&#b> QIA prep8 mini p 
rep (d^T>tf:/?±)S:fflVAT>^^X^ KDNA$:5^igbfeo J^^ffi^m^® 
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iSli. DyeDeoxy Terminator Cycle Sequence Kit — ^ >x;i/ V— tt) 

Umm-^' 9) tt, Lakayee,®^^ (Lakaye, B. et al. (1998) Biochem. Biop 

hys. Acta, vol. 1401. pp. 216-220) ^CfeV^'C. H bSLC-lg)@e^J&-^tf 

•fe#:DNABB^J (accession nu«ber:Z86090) ^^iliZVX^-y hSLC-lii^^W^'^ 

■ftjEscherichia coli DH10B/phSLClL8^ I FOfeJ:t?N I B HC^teUfeo 
[0 2 4 9] 

1-7 H b JB&i^flg ffi5f5cDNA^ M V^ fePCR^lC j: S tl h SLC-lcDNAa)it*S 
i^^yh^^yzfmz^ y e'n-->ir$nfct: bSLC-lDN ASB^^JSr-^tf:^^ 
K5rliMi:L. iB^J#-^ : l Ofej:tJfl 1 ®-^^DNA:;^^>f -r- i:iB^J## 
: 1 2feJ:t;i 3 (D'&^DNA^^-f •T-?:ffiV^TPCR^^CJ;-Sitl|i5:•€■tl^tlft3Si 
ofeo t&#®itipiDNA&ll bSLC-l(S)il, ^#<Z)iiiPiD N A 5: H bSLC-l(L) ^ 
^^bfcc •&^DNA>^^-f^-li^^^Seicaf?$tl«>IS^®m>fe^F*^Jt*iS 

Oiz^ 5' 'K!lfeJ;tJf3' •ffi!I^C^4^^tlCD0IIS^m®^^iH^J^^*PL/fe= n ^SLC- 
l(s)^il^i®JS^5:?^t®m^±, H bSLC-lDNAiB^J^-^tfy^^:^^ F^M5 fiU 
■^^DNA:/^>fT-#0.4yEtM, 0.2 bM dNTPs, pfuDNA/K U ;t ^ --^0.5 Atli3J:t5 

(/1-^>x;i/V-t±) S:mv^. 94''C -60#®irtl^®^, 94 

■c • 60je>. STx; • 60#. 72r; • i50B(Di)'>( ^ }i^25mm*)ML. :^^IC72X: • 1 

Q^uuvtzL. t-tc. \ihsLc-Hi)mm<DKfi^mo>mmt. t hslc-idnabb^j 

$:-^tf^^X^ K^M5 ittl> -^fi^DNAy^-rv-#0.4/iM. 0.2 mM dNTPs, pfuD 
NA5i<y ;*5-"€0.5 ittlfeJ;t5g^^lC^M(^>'t^>7T-T% S^j;S*li50 filt 
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25|lIi^*Jjgb, ft^lc72TC • iO:0->g^iabfco nmm&o^n^^-^^ o.8%T:^*n- 

[0 2 5 0] 

fflv^T^^b, /^^FcDgPiS'&jtj^vuT'^ymbfe^. numb, 7317 
„ pcR-script™ Amp sK(+)^D-->^^^y b 

V^. lajRbfeDNA?:^^^^ K/<^df-pCR-Script Amp SKC^)^-^-^^ D 

rtl^XS/ai U tlT 31) ( Escherichia coli ) DH5 a competent eel 1 
(h-3-d<-) lC#AbT?^gSmbfc^> cDNA#A»T;t^i#o^n->S:r 

^^mrnvr^-D^m^^m^^x^mh. iibsLc-i (s)(D?^^«sifi{tE^ cou dhs 

a/hSLC-l(S)iH:lhSLC-l (L)®?^^^SI^E^ coli DH5 a /hSLC-l(L) ?:»fco M 
>*(D^n->'$:r>tfi/U>$:-^tfLB^*"e-'Bfe^«b. QIA prepS mini prep 
i^r^>^) S:mv^T>^^>^^ KDNA&^^bfco MiS{bfcDNA<Z)-^^^S^MV^T 
0jm^^Sal I^J:t?Spe IIC ^ S^»r?:ff V^. ^A^^T VNS^^frcDNA^/t 
(D^^$^5i^«b^^c i^«SB^J®^^(^fc«?)<Z)Hj;Sl±DyeDeoxy Terminator Cycl 
e Sequence Kit a>?-:3p>x;i/-7-tfc) V%T^f ^^V^. ^^^^WJiy-^y^ 

Tie^J##: lO^^Xy^l l®^^DNA^^>fV-T'Jii|g$n€,'<^DNA@a^J 
(iB^J##: 14) fei:t>'llhSLC-ia^^S:liMilbTlB^J#^: 1 2^J:t; 
1 3©-^^DNA:/^-f7-T'itiI(S$tl-g>^^DNAiB?lI (SB^[I«-^ : 1 5) IZ^ 

[0 2 5 1] 

##M 1-9 t: bSLC-l(S)^3^CHOMIIS^3 J:?J^fc bSLC-l(L)^^CHOif|Hfla©f^ia 
##M1 - 8T'ia3?ll7b^5i^Sti^cii bSLC-l(s)i:, t: hSLC-l(L)^^^A^nfc 
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Flc:i:oTJ^K«il^tlfeE^ coli(Z)^n->j:UPlas»id Midi Kit ( 
^T>^>^) S:Mv^T:/^^^ KSrMiSb, tllS^^Sal lle^mpe IT'^Wrb 

yfSpe ll^mmhtcmmmmmmm^^ KpAKKO-HIH (Hinuma, S. 

et al. Biochim. Biophys. Acta, Vol. 1219, pp. 251-259 (1994)Sa«0pAKKOl 

>f>!f-i/3>^^f5SiVx, §ie^3^m:?'^:^^ KpAKKO-hSLC-l(S)i:pAKKO-hSLC-l( 

pAKKO-hSLC-l (S) ^ j; tJ^pAKKO-hSLC-l (L) 1??^^^^ b feE^ coli DH5 a ( h - 
g_;j?-.) ^mm^^ Plasaid Midi Kit (^r>f>*t) 5:MV>TpAKK0-hSLC-l(S 
)i:pAKKO-hSLC-l(L)©y^>^^ KDNA&Sl^bfeo Zltl^rCeliPhect Transfectio 

n Kit ir'^i/^J^y r/V'^iyT^'^^:!t'r^n.) S:M v^|^'^® :/n h zi;i/lctJ&o 
TCHO dhfr~0flglC*iAb;t„ 10 ^gCDMk^V Z/m:^ JV^^y ^t.(D^^mmW.t. 
b. 24^KtuK:5 X 10^^;*^l±l X 10^M®CHO dhfr-|BSSS:»®bfclO cmi/'V- 
l/lC^SDbfc. 10%'>i/M'rlllil«S:'^tfMEMa^%-eiH^^«bfe^, SBlf^b, 
^1«?^%T' -5 10%^3&f i/B&i^M S: tf ^m^-^MEM a b fc. 3g 

«l^:®Eti"t?it5abT<'5li hSLC-l(S) st^^^^ACHOMTfeSJ^S^SI^BBS® 
rrn;i-56^n->fe<J:tJ2, lih SLC-l (L) «>e^« ACHO^JiST' ^ ^ 
flg® n n — -61^^ n - > bfc. 

[0 2 5 2] 

1-10 t h SLC-l (S)fej:t>'ll hSLC-l(L) mRNACD|§m*®lgV^^e^P 

#Aafla«c<Z)3g^ 

1 - 9 T'^itS4xfcCHO/hSLC-l(S)*5{c56^ n - > i3 i rJ^CHO/hSLC-l (L) 

«fc61i^n->®inRNA(D^3KaS:Cytostar T Plate {y^i/^/^y rJl-^i/r^"^^ 
yf^^^) ^,#C!)::^n Mi;i/lct^oT£^T<Z)<fce)lcfiI^bfec CHO/hSLC 

-l(S)«|c^3<t:tfCH0/hSLC-l(L) -KcCD^^ D - > SCytostar T Plate©#wel UC2.5 
X 10%-fofllSbT24^|^^^bfc^, 10%j}^;Vs"J>lCJ:oTlHfla$:®^b 
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#welltC0.25% Triton X-lOO^r^^JObT^HBS^^iStt^feif ^fe^^ ^^S^'^ 
;i/bfeSB^J#-^ : 1 6(3Driboprobe$:tin;lT/\'f ^VX^-^feo 20 mg/mKDR 
NaseA«:#welUcilI^T3iilt®ril»oprobe^?g>fbb, ^ 1/ - h S: J: < «fe# b ifei^, 

[0 2 5 3] 

- 1 OT'#e)tifeii hSLC-m3^CH0^IHI!S^n->57feJ;t^##Mi - 
4 T'# ?> n ^ b SLC-1^3SCH0lBflS^ p - >44 S: ffi V . JJAT ® J; U 1^ 
HrS-^MiSbfeo 5 nM EDTA(3:^l/>S^'T^>Eg»^)«:^inb:fe:y 
a^^i^TK (PH7.4) iCth, i3j;t;^^); hSLC-m^CHO$fflJig(lxloSM)S:#3SS 
^vl>b)^. ^i|g<Z)/>il/^y hlC3jx^i^^- h.'1^y:7T~(10 mM NaHCOS , 5 mM 
EDTA, pH 7.5)S:10 mlJO^. sKU b P >3l^^i^f--f if- V^T3^^^ i^^^ - b 

bfeo 4ooxg-ei5^^M^t>bT#e>tvfcJi?t^s e>{cioo,oooxgT?i^iSMii>b 

. mm'^<T>^mm^nf=.. z.(Dmmm^^ mi(Z)T^yir-rA^y^r-[5o bm iris- 

HCl(pH 7.5), 1 mM EDTA, 0.1% BSA(^ i/jfil^f T;i/:/^ >)> 10 mM MgC12, 100 
«>M NaCl, lAcM GDP (^^r/S^>5' U . 0.25 mM PMSF(7 

x;i/7}>ii;i/:7;i/:r^>f K), W»i ^rf-x^^y^ 20 mg/mi p-r^^^^. lo 

Bg/ml 7:rX>':t^^ K>] ICMb, 100,000XgT'l^r^M>i>bfe:o tfclS^Jilb 
TUfitK^tifeMSiJ-^Ht^ZO mlODTyfe^ /t^y 7 T -iC^^b, -80° 
CT'«#b. -e^M^ISJ^iKSKbTMVNJto 

i7iAtis:i^^bfe#. msommx'mmhr:^2xiQ-^h ncnzfiu ®^®m^ic# 

3Rbfe««i^l:-&i^^?R2/tK ;fej:t?[^^S]-Guanosine5' -(y-thio) triphosphat 
eim-it^M^ 25Atl&, ^tl-6tllSi*lIb7£:(MiaiiE^lili! : 20Mg/mU [ 

^^S] -GuanosineS' -( r -thio) triphosphate^ig^ :"0.33nM)o r (DHlS?SS:25r; 
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jgb> SblC^^IS (50«M Tris-ECmmWL pH7.5) 300At l-eSIUgfct^bfeo 
L ^ © Scit ) / ( MCH mm b ^ ® Stit ^tt - DMSO^m ^ mm ht^i^ 

o 

[0 2 5 4] 



it^mm^- ISgjSffi (IC^o^: nM) 
2 5 9 0 

^ifeMl 40 

[0 2 5 5] 

[0 2 5 6] 
[SEQUENCE LISTING] 

<110> Takeda Chemical Industries, Ltd. 

<120> Melanin Concentrating Hormone Antagonist 

<130> B00093 
<150> JP 11-266298 
<151> 1999-09-20 
<150> JP 11-357889 
<151> 1999-12-16 
<160> 16 
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<210> 1 
<211> 32 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 
<400> 1 

GTCGACATGG ATCTGCAAAC CTCGTTGCTG TG 32 
<210> 2 
<211> 32 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 2 

ACTAGTTGAG GTGCCTTTGG TTTCTGTCCT CT 32 

<210> 3 

<211> .353 

<212> PRT 

<213> Rat 

<400> 3 

Met Asp Leu Gin Thr Ser Leu Leu Ser Thr Gly Pro Asn Ala Ser Asn 

15 10 15 

He Ser Asp Gly Gin Asp Asn Leu Thr Leu Pro Gly Ser Pro Pro Arg 

20 25 30 

Thr Gly Ser Val Ser Tyr He Asn He lie Met Pro Ser Val Phe Gly 

35 40 45 

Thr He Cys Leu Leu Gly He Val Gly Asn Ser Thr Val He Phe Ala 
50 55 60 
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Val Val Lys Lys Ser Lys Leu His Trp Cys Ser Asn Val Pro Asp He 
65 70 75 80 

Phe lie lie Asn Leu Ser Val Val Asp Leu Leu Phe Leu Leu Gly Met 

85 90 95 

Pro Phe Met lie His Gin Leu Met Gly Asn Gly Val Trp His Phe Gly 

100 105 110 

Glu Thr Met Cys Thr Leu He Thr Ala Met Asp Ala Asn Ser Gin Phe 

115 120 125 

Thr Ser Thr Tyr He Leu Thr Ala Met Thr He Asp Arg Tyr Leu Ala 

130 135 140 

Thr Val His Pro He Ser Ser Thr Lys Phe Arg Lys Pro Ser Met Ala 
145 150 155 160 

Thr Leu Val He Cys Leu Leu Trp Ala Leu Ser Phe He Ser He Thr 

165 170 175 

Pro Val Trp Leu Tyr Ala Arg Leu He Pro Phe Pro Gly Gly Ala Val 

180 185 190 

Gly Cys Gly He Arg Leu Pro Asn Pro Asp Thr Asp Leu Tyr Trp Phe 

195 200 205 

Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu Pro Phe Val Val He 

210 215 220 

Thr Ala Ala Tyr Val Lys He Leu Gin Arg Met Thr Ser Ser Val Ala 
225 230 235 240 

Pro Ala Ser Gin Arg Ser He Arg Leu Arg Thr Lys Arg Val Thr Arg 

245 250 255 

Thr Ala lie Ala He Cys Leu Val Phe Phe Val Cys Trp Ala Pro Tyr 

260 265 270 

Tyr Val Leu Gin Leu Thr Gin Leu Ser He Ser Arg Pro Thr Leu Thr 

275 280 285 

Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu Gly Tyr Ala Asn Ser 

17 6 tfilE^ 2000-3085459 



• ^ 2 0 0 0 — 1 2 6 2 7 2 I 

290 295 300 

Cys Leu Asn Pro Phe Val Tyr lie Val Leu Cys Glu Thr Phe Arg Lys 
305 310 315 320 

Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin Gly Gin Leu Arg Thr 

325 330 335 

Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg Thr Glu Ser Lys Gly 
340 345 350 

Thr 

<210> 4 
<211> 1074 
<212> DNA 
<213> Rat 
<400> 4 

GTCGACATGG ATGTGCAAAC CTCGTTGCTG TGCACTGGCG CCAATGCCAG CAACATCTCC 60 
GATGGGCAGG ATAATCTCAC ATTGCCGGGG TCACCTCCTC GCACAGGGAG TGTCTCCTAC 120 
ATCAACATCA TTATGCCTTC CGTGTTTGGT ACCATCTGTC TCCTGGGCAT CGTGGGAAAC 180 
TCCACGGTCA TCTTTGCTGT GGTGAAGAAG TCCAAGCTAC ACTGGTGCAG CAACGTCCCC 240 
GACATCTTCA TCATCAACCT CTCTGTGGTG GATCTGCTCT TCCTGCTGGG CATGCCTTTC 300 
ATGATCCACG AGCTGATGGG GAAGGGCGTC TGGCACTTTG GGGAAACCAT GTGCACGCTG 360 
ATCACAGCCA TGGACGCCAA CAGTCAGTTC ACTAGCACCT ACATCCTGAC TGCCATGACC 420 
ATTGACCGGT ACTTGGCCAC CGTCGACCCC ATCTCCTGGA CCAAGTTCCG GAAGCCCTCC 480 
ATGGGCACGC TGGTGATCTG GGTGGTGTGG GGGGTGTGCT TGATCAGTAT GAGCGGTGTG 540 
TGGCTCTAGG GGAGGGTGAT TCGGTTCGGA GGGGGTGGTG TGGGCTGTGG CATCGGGCTG 600 
GGAAAGGCGG AGACTGACCT GTAGTGGTTG AGTCTGTACG AGTTTTTGCT GGGCTTTGGG 660 
GTTGGGTTTG TGGTCATTAC GGCCGCATAC GTGAAAATAC TACAGCGCAT GACGTCTTCG 720 
GTGGGCGCAG GGTCCGAAGG GAGGATCCGG GTTCGGAGAA AGAGGGTGAC CCGGAGGGGG 780 
ATTGGCATCT GTCTGGTGTT CTTTGTGTGC TGGGCAGGCT AGTATGTGGT GCAGGTGACG 840 
GAGCTGTCCA TCAGCCGCGC GACGGTCAGG TTTGTCTACT TGTACAAGGG GGGCATGAGG 900 
TTGGGGTATG CTAACAGCTG CCTGAACGCG TTTGTGTACA TAGTGCTCTG TGAGACCTTT 960 

17 7 2000-3085459 
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CGAAAACGCT TGGTGTTGTC AGTGAAGCCT GCAGGGCAGG GGCAGCTCCG CACGGTCAGG 1020 
AACGCTCAGA CAGCTGATGA GGAGAGGACA GAAAGCAAAG GCAGCTGAAG TAGT 1074 
<210> 5 
<211> 262 

<?.1?.> RWA : 

<213> Rat 
<400> 5 

GCGAAUUGGG UACCGGGCCC CCCCUCGAGG UCGAGGGDAU CGAUAAGCUU GAUAUCGAAU 60 
UCCUGCAGCC CGGGGGAUCC GCCCACUAGU UCAGGUGCCU UUGCUUUCUG UCCUCUCCUC 120 
AUGAGCUGUC UGAGCGUUGC DGACCGUGCG GAGCUGCCCG UGGGCUGCAG GCUUCAGUGA 180 
CAAGACCAAG GGUUUUCGAA AGGUCUCACA GAGCACUAUG UACACAAAGG GGUUGAGGCA 240 
GCUGUUAGCA UAGGCGAAGG UG 262 
<210> 6 
<211> 18 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> 
<400> 6 

CAAGAGCTGC CTCAACCG 18 
<210> 7 
<211> 18 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 7 

XTGGTGATC TGCGTGCT 18 
<210> 8 

17 8 fUtU^ 2000-3085459 
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<211> 1275 
<212> DNA 
<213> HiMian 
<400> 8 

TAGGTGATGT CAGTGGGAGC CATGAAGAAG GGAGTGGGGA GGGCAGTTGG GCTTGGAGGC 60 
GGCAGGGGCT GCCAGGCTAC GGAGGAAGAC CCCCTTCCCA ACTGCGGGGC TTGCGCTCCG 120 
GGACAAGGTG GCAGGCGCTG GAGGCTGCCG CAGCCTGCGT GGGTGGAGGG GAGCTGAGCT 180 
CGGTTGTGGG AGCAGGCGAC CGGCACTGGC TGGATGGACC TGGAAGCCTC GCTGGTGCCC 240 
ACTGGTCCCA ACGCCAGCAA CACCTCTGAT GGCCCCGATA ACCTCACTTC GGCAGGATCA 300 
CCTCCTCGCA GGGGGAGCAT CTCCTACATC AACATCATCA TGCCTTCGGT GTTCGGCACC 360 
ATCTGCCTCG TGGGCATCAT CGGGAACTCC ACGGTCATCT TCGCGGTGGT GAAGAAGTCG 420 
AAGCTGCACT GGTGCAACAA CGTCCCCGAG ATCTTCATCA TCAACGTCTC GGTAGTAGAT 480 
CTCCTCTTTC TCCTGGGCAT GCCCTTGATG ATCCACCAGC TGATGGGCAA TGGGGTGTGG 540 
GACTTTGGGG AGACCATGTG CACCCTCATC ACGGCCATGG ATGCCAATAG TCAGTTCACC 600 
AGCACCTACA TCCTGAGCGC CATGGCCATT GACCGCTACC TGGCCACTGT CCACCCCATC 660 
TCTTCCACGA AGTTCCGGAA GCCCTCTGTG GCCACCCTGG TGATCTGCCT CCTGTGGGCC 720 
CTCTCCTTCA TCAGCATCAC CCCTGTGTGG CTGTATGCCA GAGTCATCCC CTTCCCAGGA 780 
GGTGCAGTGG GCTGCGGCAT ACGCCTGCCC AACGCAGACA CTGACCTCTA CTGGTTCACC 840 
GTGTACCAGT TTTTCCTGGC CTTTGCCCTG CCTTTTGTGG TCATCACAGG GGCATACGTG 900 
AGGATCCTGC AGCGCATGAC GTCCTCAGTG GCCCCCGCCT CCCAGCGCAG CATCCGGCTG 960 
CGGACAAAGA GGGTGAGCCG CACAGCCATC GCCATCTGTC TGGTCTTGTT TGTGTGCTGG 1020 
GCACCCTACT ATGTGGTACA GCTGAGGCAG TTGTCCATCA GCCGCCCGAC CCTCACCTTT 1080 
GTCTACTTAT ACAATGCGGC CATCAGGTTG GGCTATGCCA AGAGGTGGCT CAACGGGTTT 1140 
GTGTACATCG TGCTCTGTGA GAGGTTCGGC AAACGCTTGG TGCTGTCGGT GAAGCGTGCA 1200 
GCCGAGGGGC AGCTTGGCGC TGTCAGCAAC GCTCAGAGGG CTGAGGAGGA GAGGAGAGAA 1260 
AGGAAAGGCA CCTGA ^^'^^ 



<210> 9 



<211> 422 



<212> PRT 



17 9 



miiE#2 0 



00—3085459 




#2 000 — 126272 



<213> Hunan 
<400> 9 

MeT Ser Val Gly Ala MeT Lys Lys Gly Val Gly Arg Ala Val Gly Leu 
15 10 15 

Glv Glv Gly Ser Gly Cys Gin Ala Thr Glu Glu Asp Pro Leu Pro Asn 

20 25 30 

Cys Gly Ala Cys Ala Pro Gly Gin Gly Gly Arg Arg Trp Arg Leu Pro 

35 40 45 

Gin Pro Ala Trp Val Glu Gly Ser Ser Ala Arg Leu Trp Glu Gin Ala 

50 55 60 

Thr Gly Thr Gly Trp MeT Asp Leu Glu Ala Ser Leu Leu Pro Thr Gly 
65 70 75 80 

Pro Asn Ala Ser Asn Thr Ser Asp Gly Pro Asp Asn Leu Thr Ser Ala 

85 90 95 

Gly Ser Pro Pro Arg Thr Gly Ser lie Ser Tyr lie Asn lie He MeT 

100 105 110 

Pro Ser Val Phe Gly Thr lie Cys Leu Leu Gly He He Gly Asn Ser 

115 120 125 

Thr Val He Phe Ala Val Val Lys Lys Ser Lys Leu His Trp Cys Asn 

130 135 140 

Asn Val Pro Asp He Phe He He Asn Leu Ser Val Val Asp Leu Leu 
145 150 155 160 

Phe Leu Leu Gly MeT Pro Phe MeT He His Gin Leu MeT Gly Asn Gly 

165 170 175 

Val Trp His Phe Gly Glu Thr MeT Cys Thr Leu He Thr Ala MeT Asp 

180 185 190 

Ala Asn Ser Gin Phe Thr Ser Thr Tyr He Leu Thr Ala MeT Ala He 

195 200 205 

Asp Arg Tyr Leu Ala Thr Val His Pro He Ser Ser Thr Lys Phe Arg 

18 0 mil# 2000-3085459 
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210 215 220 

Lys Pro Ser Val Ala Thr Leu Val lie Cys Leu Leu Trp Ala Leu Ser 
225 230 235 240 

Phe He Ser He Thr Pro Val Trp Leu Tyr Ala Arg Leu He Pro Phe 

245 250 255 

Pro Gly Gly Ala Val Gly Cys Gly He Arg Leu Pro Asn Pro Asp Thr 

260 265 270 

Asp Leu Tyr Trp Phe Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu 

275 280 285 

Pro Phe Val Val He Thr Ala Ala Tyr Val Arg He Leu Gin Arg MeT 

290 295 300 

Thr Ser Ser Val Ala Pro Ala Ser Gin Arg Ser He Arg Leu Arg Thr 
305 310 315 320 

Lys Arg Val Thr Arg Thr Ala He Ala He Cys Leu Val Phe Phe Val 

325 330 335 

Cys Trp Ala Pro Tyr Tyr Val Leu Gin Leu Thr Gin Leu Ser He Ser 

340 345 350 

Arg Pro Thr Leu Thr Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu 

355 360 365 

Gly Tyr Ala Asn Ser Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys 

370 375 380 

Glu Thr Phe Arg Lys Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin 
385 390 395 400 

Gly Gin Leu Arg Ala Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg 

405 410 415 

Thr Glu Ser Lys Gly Thr 
420 

<210> 10 
<211> 31 

18 1 mfiE# 2000-3085459 
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<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 

<400> 10 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG C 31 
<210> 11 
<211> 31 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 11 

ACTAGTTGAG GTGCCTTTGC TTTCTGTCCT C 31 
<210> 12 
<211> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 12 

AGTCGACATG TCAGTGGGAG CCATGAAGAA GGG 33 
<210> 13 
<211> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 13 

18 2 ffiliE# 2000-308545S 
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AACTAGHCA GGTGCCTTTG CTTTCTGTCC TCT 33 
<210> 14 
<211> 1074 
<212> DNA 
<213> Human 



<400> 14 



GTCGACATGG 


ACCTGGAAGC 


CTCGCTGCTG CCCACTGGTC 


GGAACGCGAG GAAGAGGTGT 


60 


GATGGCGCCG 


ATAACCTCAC 


TTCGGCAGGA TCACGTCCTC 


GCAGGGGGAG GATCTGGTAC 


120 


ATGAACATCA 


TCATGCGTTC 


GGTGTTCGGG ACGATGTGCC 


TCGTGGGGAT CATGGGGAAC 


180 


TCCACGGTCA 


TCTTCGCGGT 


CGTGAAGAAG TCGAAGCTGC 


ACTGGTGCAA CAACGTCCCC 


240 


GAGATCTTCA 


TCATCAACCT 


GTCGGTAGTA GATCTCCTGT 


TTGTCCTGGG GATGCGGTTC 


300 


ATGATCCACC 


AGGTCATGGG 


CAATGGGGTG TGGCAGTTTG 


GGGAGACGAT GTGGAGGCTC 


360 


ATCACGGCCA 


TGGATGCCAA 


TAGTCAGTTC ACGAGGACGT 


ACATCCTGAC CGCGATGGGC 


420 


ATTGACCGCT 


ACCTGGCCAC 


TGTGCACCCC ATGTGTTCCA 


CGAAGTTCGG GAAGCCCTCT 


480 


GTGGGCACCC 


TGGTGATCTG 


GCTCCTGTGG GCGGTGTGGT 


TCATCAGGAT GACGCGTGTG 


540 


TGGCTGTATG 


GCAGACTCAT 


CCCCTTCGCA GGAGGTGCAG 


TGGGCTGGGG CATACGCCTG 


600 


CCCAACCCAG 


ACACTGACCT 


GTACTGGTTG AGGGTGTACC 


AGTTTTTGCT GGCGTTTGX 


660 


CTGGCTTTTG 


TGGTCATCAC 


AGCCGCATAC GTGAGGATGG 


TGCAGCGGAT GAGGTCCTCA 


720 


GTGGCCCCCG 


CCTCCCAGCG 


GAGCATGCGG GTGGGGAGAA 


AGAGGGTGAG GGGGAGAGGG 


780 


ATCGCCATCT 


GTCTGGTCTT 


GTTTGTGTGC TGGGGAGCGT 


ACTATGTGGT AGAGCTGAGG 


840 


CAGTTGTCCA 


TCAGCCGCCC 


GAGCCTCAGC TTTGTGTAGT 


TATACAATGC GGCGATGAGC 


900 


TTGGGCTATG 


CCAACAGCTG 


CCTCAACCGC TTTGTGTACA 


TCGTGCTCTG TGAGAGGTTC 


960 


CGCAAACGCT 


TGGTCCTGTC 


GGTGAAGCGT GGAGCCGAGG 


GGGAGCTTGG GGGTGTGAGG 


1020 


AAGGCTGAGA 


CGGCTGACGA 


GGAGAGGAGA GAAAGGAAAG 


GCAGGTGAAG TAGT 


1074 



<210> 15 
<211> 1283 
<212> DNA 
<213> Human 
<400> 15 
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AGTCGACATG 


TCAGTGGGAG 


CGATGAAGAA 


GGGAGTGGGG AGGGCAGTTG 


GGCTTGGAGG 


60 


CGGCAGCGGC TGCCAGGCTA 


CGGAGGAAGA CCCCCTTCGC AACTGGGGGG 


CTTGCGCTGG 


120 


GGGACAAGGT GGCAGGCGCT 


GGAGGCTGCC GCAGCGTGGG TGGGTGGAGG 


GGAGGTGAGG 


180 


TCGGTTGTGG 


GAGCAGGCGA 


CGGGCAGTGG 


GTGGATGGAC CTGGAAGGGT 


CGGTGCTGCG 


240 


CACTGGTCCC AACGCCAGCA 


AGAGCTGTGA 


TGGCCCGGAT AAGGTGAGTT 


GGGGAGGATG 


300 




A nnnr*n a rr* a 
AUUubbAuLA 


TGTCCTAGAT 


GAACATGATG ATGGCTTGGG 


TGTTCGGCAG 


360 


uAicibucrc 


ClGGGCAlCA 


TCGGGAACTC CAGGGTGATG TTGGGGGTGG 


TGAAGAAGTG 


420 


CAAGCTGCAC 


TGGTGCAACA 


AbblUUCbbA 


LAILIICAIC AlCAACLlLl 


CGGTAGTAGA 


480 


TCTCCTCTTT 


CTCCTGGGCA 


IGLLGllbAl 


GATCCACGAG GTGATGGGGA 


ATGGGGTGTG 


540 


GCACTTTGGG 


GAGACCATGT 


GCACCClCAl 


GAGGGCGATG GATGGGAATA 


GTGAGTTCAG 


600 


CAGCACCTAC 


ATCCTGACCG 


CCATGGCCAT 


TGACCGCTAG GTGGGCAGTG 


TGGAGGCCAT 


660 


CTCTTCCACG 


AAGTTCCGGA 


AGCCCTCTGT 


GGCCACCCTG GTGATCTGCG 


TGGTGTGGGC 


720 


CCTCTCCTTC 


A T*/^ A f^r* A T*/^ A 

ATGAGCATCA 


CCCCTGTGTG 


GGTGTATGGG AGACTCATCG 


GGTTCGCAGG 


780 


AGGTGCAGTG 


GGCTGGGGCA 


TACGCGTGGG 


GAACCCAGAG AGTGACGTGT 


AGTGGTTCAG 


840 


GCTGTACCAG 


TTTTTCCTGG 


CCTTTGGCCT 


GGGTTTTGTG GTGATCAGAG 


CGGCATACGT 


900 


GAGGATCCTG 


CAGCGCATGA 


CGTCCTCAGT 


GGGCCCCGCC TCCGAGCGCA 


GCATGGGGCT 


960 


GCGGACAAAG 


AGGGTGACCG 


GGACAGGGAT 


GGGCATGTGT GTGGTCTTCT 


TTGTGTGCTG 


1020 


GGGAGCCTAC 


TATGTGCTAC 


AGCTGAGCCA 


GTTGTCGATG AGCGGGCGGA 


GGCTGACGTT 


1080 


TGTCTACTTA 


TACAATGCGG 


CGATCAGGTT 


GGGCTATGGG AAGAGCTGGG TCAAGGCCTT 


1140 


TGTGTACATC 


GTGGTCTGTG 


AGAGGTTCCG 


CAAACGCTTG GTCCTGTCGG 


TGAAGCCTGC 


1200 


AGGGCAGGGG 


CAGCTTCGCG 


CTGTCAGGAA 


GGGTGAGACG GGTGAGGAGG 


AGAGGACAGA 


1260 


AAGCAAAGGC 


ACCTGAAGTA 


GTT 






1283 



<210> 16 
<211> 420 
<212> RNA 
<213> Human 
<400> 16 

CAAAAGGUGG AGCUCGACCG GGGUGGCGGC CGGUCUAGGC CAGUAGUUCA GGUGCCUUUG 60 
CUUUGUGUCG UGUGGUCGUC AGGGGUGUGA GGGUUGGUGA CAGGGGGAAG CUGGCGCUGG 120 



18 4 
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GCUGCAGGCU UCACCGACAG GACCAAGCGU 
ACAAAGGGGU UGAGGCAGCU GUUGGCAUAG 
ACAAAGGUGA GGGUCGGGCG GCUGAUGGAG 
GCCCAGCACA CAAAGAAGAC CAGACAGAUG 
CGCAGCCGGA UGCUGCGCUG GGAGGCGGGG 



UUGCGGAACG UCUCACAGAG CACGAUGUAC 180 

CCCAAGCUGA UGGCCGCAUU GUAUAAGUAG 240 

AACUGGGUCA GCUGUAGCAC AUAGUAGGGU 300 

GCGAUGGCUG UGGGGGUCAC CCUCUUUGUC 360 

GCCACUGAGG AGGUCAUGCG CUGCAGGAUC 420 
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